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6 X 7| jj [wherein R 1 is an amino-protecting group or COR 8 (wherein R 8 is 

1^ R ~T II |l ( 1 ) aryl or the like); R 2 is H, alkyl, aryl, or the like; R 3 is cyano, -COR 9 

^ > ^^N'^^ R 2 (wherein R 9 is H, alkyl, or the like), or S(0) n -R 12 (wherein R 12 is 

R 7 I alkyl, aralkyl, aryl, or the like; and n is an integer of 0 to 2); and 

CO R 1 R 4 , R 5 , R 6 and R 7 are each independently H, alkyl, alkynyl, aralkyl, 

alkoxy, aralkyloxy, halogeno, trifluoromethanesulfonyloxy, aryl, or 
the like]. The compounds (1) or salts thereof exhibit an excellent 
chymase activity and are useful as preventive or therapeutic drugs for circulatory diseases, inflammation, immunologic diseases, 
allergic diseases, eye diseases, complications of diabetes, collagen disease, and obesity. 
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R'teTkm WL=f- , 7;K;H, 7!)-;H^?r, R ! li ^ 7 7 
- COR 9 (r^-C, R 9 & * it JS§» ^ , 7;^^Sf ) Xfi-S 
( O ) „- R 12 ( r r X' . R T /V =¥ m . 7 7/H/H, T !> — fV 
m m > nliO~2©Si:) £ N R \ R\ R 6 & 15 R 7 I3 Iff] - X 12 & ft o 

T^t, tK 3d JSC ^f- x T/u^r^S, Tyv^ ^;vS, 7 7vv^/H, T A- 
3=Sr->I, T 7 *c tv Or is & s ^u^yj^f , hy^^v^o^^^ 
^ # ^ )\, it is M . 7P-;i'If Sr^t. ] t?* SJi5>f V K^- 

at ^ ^ 0 , # ^ & * as a , 7^k'-^i, bs ^ a , *t « m 



WO 01/32621 



PCT/JPOO/07590 



w m m 

>ytT>yy-^>)i)^^>(:<fcoT7>W>y> I (OTA I £V> 
■5) #£/£U ££KT>>^x>^>«@l?!t (RTACEtl^) Kck«9> 
7>v^^>->>II (OT TAIU £V^) K&lfeStU HCDAIIteU ^ffijfil^ 

<I£7^e>/iMcfooT^/!: (Hypertension, Vol. 13,706-711, 1989) o 

«^W^<£>figmjfiL^£fflt^ A I ^^PbfeBt(7)lR^ACEffi^J-e«{g 

^T^l<h (J. Hypertension , Vol. 2, 277-284, 1984) , fitffl <S>teh NL^T 

©AII^fl^#^«W{3<^§i:, AC E|S»^JT»J$n^>«iJ^^$ < , 
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■feU >y°u^T-^fm.WMlzJ:K) 8 0 %ifi$HMZtiZZ.ii&M.ttilsjt (Circ. Re 
s., Vol. 66, 883-890, 1990) . Z\ftt><DZ\ £frt>, ACE&M-<DAlim&RM1& 

&(Dft&tf7jkmzn. £<Dizv>Bmtf, tu^nfj- eicjR-rs*^— tf 

^jft;$na»*T&*Il«i:*^JWbfc (J.Biol. Chem. , Vol. 265, 22348-22357) . 

tot, *^-vmwmzACEizi&&i>fc^Au<Dm±&fflfflL. >bm-m 
if»^#m ^7L^ttM-*fm^ (gvh) jpi, 

tfjfcS^— ifMffilfcWl/Tfck ^tl*T?fC^!/'J >^S# (WO 9 6/ 
0 4 2 4 8 *H>$B, W09 7/1 1 9 4 1 ^ffi, #P^¥ 9-31061 

, ^^^t^PhUr'^ISift (^¥1 0-8 749 3^i, 
#P3¥1 0- 1 0 1 6 6 6^$g) , 7i/-JHXf»* (#W¥1 0 - 

8 7 5 6 mtem mm^znT^ztf, ^-rn%mm±mm^n^-viz\t 
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gp-fe, #^te> TfB0-$5£ (1) 



C^4>> R'teT^/^SXte-COR 8 R^lIl^tbT^Tfe 

-;P*£^U R 3 Hy7yS, -COR 9 (^HT?, R 9 «7K*^, 
It^tfeil^WI, -OR 10 (1^, R'°«7K*M^> 7)l*)l>mX 

J;^75/SXttSiS^f UT^TfcJ;^St75yl$^t) ) X 

tt-s (o) n -R 12 (uiT, r I2 «t;^;1/S> r^JWim* lli^tb 

n«0~2(Z)^^7KT) £t*U R\ R 5 > R 6 &^R 7 te|W|— XttS&oTl* 
-hum. y7/l, tFo^yl, #;i/4^>»> T;i/3^^;^-;PS> 




(l) 
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Xh£^7)l*Jim. -OR 10 <ZI£T?, R I0 «7j<^m^, 7)l*)lMXfe7? 
)V*)V&*mT) Xii-COR" (ZZT\ R'^S^S^WbT^Tfecfc^T 

(o) „-r 12 r I2 «t;i^;i^ 7^;ww*, lil^fit^t 




(2) 



£t*U R%y7;S, —COR 9 (HHT, R 9 tt7K^T, ItS^ttT^ 
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^;u^;^^5/*;^n;p», y^y-iJim, ^yJ-ovm. fit 

Twrt>«fc^'\5 : -n7U— fiM ; llT^T : bJ;^y^a7J^/>X 
tttM^tXtiTfei^y^uyj^y >£^-T (fit-, R\ R 5 , R 6 M 
R 7 «|WlB#(C7K^JM^Tr«^^) o ] 

OR 8 (^^T> R^IIS^LTV^fei^yU-JH, figlS^WbW 
-COR 8 !;*^ R^^^n^fimS^WbT^Tfc^V^T'J-^Sib 

^r;y^;yS (^lA^^Mk x5p;k -/Dtf^coc^JMr^ hj?;^ 
^mm^m) > -hp*, tnn^yi, #;i/^->s, rivmri/ti 
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;i/75/> yptf^--;P75y, ^>^;i/75ywy;P75/, ^^>x 
x^>^;i/zN^;w7a/^»7;i/^;Px;w*-;u75y, ^> 
-tf>7,;u*n;u75y^7U-;Px;i/*~;i/7^/) , 7yii/i 

7-t5F-;k T'otft^K ^>^-r;i/#) , r-s (o) „- (r«b^ 
m&m^~c^T>b£^7JV3r)vm> m^S£^LWTt><£^7u-;y^£^u 

P^^->^(DC,_ 6 7;i/3^'» , ^J^>75 HI (iA«XJP*>75 H\ N 
-y^X;^>75 H\ N-I^XM>75 h\ N-7°Dt°;i/7,;i//h>7 
5 H> N-^;PX;^>75 h\ N- t e r t -7^XM>75 F^ON 
-C H 7MJVXM>75F, N-7x-Jl/X;i/*>75F\ N-7-fe5P;l/X 

;i/*>75 F^coc 2 _ 6 7;i/*y-r;y7;;^>7 5 H\ n-^>^;px;u^>7 

n, N-> 5 ^^;i/7^/yj;i/^x;i/^<DC,. 6 7;i/^r;^75 7yj;y^x;i/, ^>>? 
;i/7^/*;i/#-;i/#©7^;i/^;y7^y^;y#-;i/) > ill$Wb-n>Tfe 

2 - y^?^73 3 --J^)V7^ J 7 

75/7x-Jl/fi, 3 - y^fJl/75/- 2 -^7^7x-JH« 4-y^h^v 
7X-JH, 4-7nD7xxMf»b^ 0 
-COR 8 K:33^T, R 8 T^$tl^S^^#bTV^TfcJ:V^7"P7U-;i/ 

mz£>vz>^n7v-)itLTte, ^mw,^. mmw^yjtfimw^* 1 ~ 3 
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U>W3k 7UJH, ^X-;US, hfoUJl/S, ti'JSy-J^ -f^^/u;u 

j-TWJvm. tf+uvu;^ ^jyjyum rh^yjjn, tuy^ 
tf^x;i/g, ^>y7u;us, /o^x-jvs, ^>v^tvu 

wj-jh, ^tyu-jn, y>yj^n, -r>Hu;i/«, -f v-r >fu 
&«£WLWT*>J;^7;Mr;i/X (#)x.to^;k x^;k :/ntf;i4£<£>c,_ 6 

-j&5£ (1) Xtt (2) R'fct**®^ fiiI5ttt^Tt)J;^7Jl/ 

x^ji/S, n-yDtun, -fv^Dtfji/S, n--7*^;i/S. ^yy^s, 

t e r t --7^;i/». n -^>3-)),gmomm&. 1 ~ 5 tf) fill Xte# KIM £>y;U 

^neai~i oeofis^f uwTfcd:<, w^*e 

MiUTIi, /\ny>Jif (fllfcfcSSiWrp, 7'y»f) , t 
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yfU*?-)Vm. y7MP/f;H, hU7MD^« 2-7MOX7 
2, 2-y7MUI« 2, 2, 2 - h U 7J^PIfM, ^> 

T U -MibTtt, ^Utic 6-14 ©^#i^b7j^^W£*U mXU 

-Wf& (1) Xtt (2) R 3 tiy7/I, -COR 9 (C^T, R 9 «7K*0 
fXtJillHlT^TUl^JWiH, -OR 10 ilt, R 10 «7KmJ^ 

^ T;i/+;i/»x«T^;i/^;i/S^^T) , -cor" (^^t, R'Hifill 
T) ) xte-s (o) „-r 12 (^i R n \t7)v*)vm. 7?)i*)i&. mm 

M*mLT^Th£^7V-)lMXi*WmM&^LT^Th£^'\^n7V-)l 
-COR^&t^T, R^^nSB^S^LTV^Tt^^y;^ 

-COR't, -OR 10 ^*3V^TR ,() T^$tl^T;i/^;l/S<hbT«, R 9 1T^I^ 
-COR 5 ^, -OR lc C^^TR 10 T^$ni)77JWHtbTH ^MW. 
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$yi^LTH 7=;i©i, c H 7;w, c 3 _r>#n7;MMk 7'J-;v 

^/fi> ^^f;V75/S, yXfJl/75/l, t e r t-^757Sf© 
7;l/+JP7 5 7S, ^p^Dfcf;V7$yS, ^D7'W5/1, y^P^ 

ys, t7f ;i/7 s ;Kf©7 u -;P7 s y i^tfsna. 
^75/siLm ruT-zs-jim, tfnu^s, tf^usvak 

-S (O) „-R l2 t:*^TR 1 ^$ni.7;WH 1 77MJH, B&S 

wis** ur^Tfc iHAro7 u -;n;t bttt, tfu^u*, 

^>^)VX)i^)im, ¥*)zS)ix)i*-)i&, 7j;i/^^v"7xx;i/ 
x;i/*x;y», 7j;i/^^vtf u ^>x;i/*x;i^^W£n£» 

— (1) Xtt (2) f, R\ R 5 , R 6 ^tKR 7 tt> H— X«SfcoTV>T 
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Tim/Dm, ^>y<;i/*> 

B&££WbTVvrfe«kV>>'£ / >X«B&££WL WCfc «fc 

^yyP7;^;>^t (fib, (2) R\ R 5 > R a S:^R 7 «RIBt^ 
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W6ft, h4^>#;i^-;i/S> ih+y*JI/fcM, 7°n#^^ 

>if>x;i/ziN-;i/, P - b;i/x>x;i/^n;k ±75> u>X)ifc=.)im (D&o 
s©i5^757 #m*#^em l ft r ^ y \f <=> n z> . 
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«2, 4 (ih, 3H) -^yu>> ? ^->- 3--r;ps, trusts, tru^ 

^7AS, N -?Mr~> H t° U >?;]/S/0^Hc£?£ L b\ 

£tc, R\ RK R'^ZSR 1 <do%(D^<-d^, ykmw^fr&ftlz J: o Ttt; 
^ (1) t~O(,iTte0~4«&#:, ^-^#1 (2) tCO^T«l~4S^#:<h^ 

i x 2 mmfor-&z>m&fiW£ l < , fits 1 b^t*^^ 
(i) x« (2) ©Sitttt, fiiwc^^nsiT^ntf 

p-h)ix.>x)V^ym, ^y?-u>x)Vfr>m. i~7?u>x)isfc>M?£ii<D 
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(A' ) (— ' ) h'J^fJl/7 5>, h'JX^ 

^p^j-r>, >?^>^;py^>, n-w;p-i3-7iW75>, l-x 
*^B^b-8r#J (l) ^b<te (2) Xtt^ns®«J4*»«tlPa!®*^:6-r, 

*mm€>m (i) et<H (2) x^ne©ii:n s&£®a£H>&& 
mmm 1 1 

ifmmt^m en x« (2) ©5^> r 3 ^-s co „-r ,! ts§m 

(l-A) , (l-B) , (1 -C) ROC (l -D) fcmT©i6fc«fc0JGi*r 
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(1-D) 

[^■K R\ R\ R\ R 5 , R\ R\ R n RZ$nU. flufB <h |W| D fc CD £tk 
To 3 

Tftfr^. 7-U>Sf3M* (A) XH7x-;i/tH7y>iift (B) 
tU Z.n&ttX)V#~M\:&m (D) ££Jfc£i*TSItteSi±£;itiC«fc9, 

tK *%m(Dit&M (1-A) ^S^^T^So 
^mt^m (1-A) £JBWr, &g£«k?) 3&©X;P7^ FlMftfttfUfc© 

N-T->;Wk*ff 5 c:<hfc«fc0, *&m<D4k&fo (i-b) , d-c) sue 

(1-D) S»jfiTSJli:«s-C€r*. 

7-U>W (A) ©IRYbSJtBtt, Fdx.mb^ (A) Zttfo-rZa-?-* 
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tDv^-Mt^m (d) tiiitt e r t -^^x^^aommmmm 

[5. 4. 0] ^7>tHz> (DBU) fc£<D£?U1imi&&m(Dftl£T. ^>if 
$i;7-trhxhUjk N, N-y/fMM7$F, vpWPX;^*^ F 

7xz;n:F7y>ii#: (b) (DmikKfete, mxmt^m (b) ^m-r 

^a-^^^x^b-g-ti (D) t*?;-)V, x^y-jk t/n/w-;i/, 

t e r t -7*? /-JimcDTJln-Jimm*. 2 0 0°C, £?£b<te5 0 

-12 0tt, 10^-7 2Rm «F*b<«l~l 2B#HHJ^^i±«»-i{3i 

ft&fci (c) ©x;P7-f H{b«, m^lh:^* (c) ttmtz>z?7.)vy>( h 

Yb^R l2 S SR l2 <h7KmfbU^>>A, 7K^b7"hU r 7A, 7K3Hb;*7;V>£A& 
£<0«fc ; zKBKt:*- h U "7 A, 7KB6ft;fr U >>A, m^T" h U ^A, 

KBfc&Utf A&£©«fc5&&«ft* ; T-hU^A* b^>h\ T^HJ^AXh* 
->F, jd'J^A-ter t - 7* h*y F^ifO J; 7 ftt h 'J ^ A7;P3 + y b7j: 
££>*&g<0#aET» ^>if>, h;kx>, ^->U>7 t j:^:c75 c i:-5^:7f#^M'fb7jc^ 
i;yl^l-fjk fh7hFD77>, ^+U">, ^r/^^<A, 5^ 
7-fAJS:£Oct5^x-TJVi; Tthxh'JM N, N-y^fMM75 
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- 5 0 °C~ 2 0 0 °C, 0 £ b < « 0 °C~ 1 0 0 °CTJ\ 10^-7 2 I^IBJ, J? * b 
< 1 ~ 1 2 iliti D fT& -5 £ 1 S o 

XJk7^ FMti HR&»®fc©##J/flT?**#, £?i;b<tem-^PPj§ 
SfcJWBfc^^* vC7 A^E / 7 £<0W«ia&ffc%^iSB&te7K&fc if CD 

- 3 0t-10 0t:, ^SKIi-lOt-Mt, 10^-7 2^ if 

N-T->;wbSj6Stt, a#©T->;wft:R*> mfji$fc&m (i-a) £**jfc-r 

^{b^^^^A^^Ocfc^^JR**^* ; #»ffcU ^tfA, i^mcr h U «7 
A, 7KM#'J7A> Mith'J^ Ki^JU^A, KK-fe^AJfei!©«k"5 ■ 
&«i&3S ; ^"h U<7A^ th'J^xh+J/h*, #'J7A-ter 

t - * H & £ CD J: 5 fc?- h U -7 A 7)Vu * is H U E 5 ^ « tf U ^ 
>, 4-^W5;if'JyX tfnUX N, N-^^-JWT— >J >, N- 

1, [5. 4. 0] 7>^ir> (DBU) 

££cD#&Tx«##ft~F, mt^vy, ^dd*m> raffias*, 7pp 

fh7kHD75X ^x^;ux— 7-;k >^3 1 1J->3P©x—t-;WB, T±b>. 
^^)]/jL^)l^rh>^(D^h>m, T-fehxh'j;k N, N-y^fMM7 
5 K#<D#7°P h>ffi«tt*«X«»Kx^;p*-o»«SEff», -50-20 

or, ffSL<tto~ioo tT, i o #~ 7 2 mm. s b < n i ~ 1 2 h# 
p H ira; $ u 5 £ <t £ ct 0 frfc -5 z. t tan & z> o 
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*mW4k&m (1) Xte (2) <Z>a-*3> R ! ^-COR s lr^5^« (1- 

e) w (i-F) u^r(Dxniz^<ommt^^t^r^^ 0 




(l-E) (1 _ F) 



C^;^, R 3, li-COR s ^U R'. R 2 , R 4 , R 5 , R'RZSR'it, WiUtimC 

-r^^^, ^>k-;h^h#: (O Mil, ^n^T->;wbx«^WJ 

;WbT§^i^<J:D smz-COR»Zm^~ (1-E) £#£^£#nf 

^, ^n^N-7y;MbtnfflM (i-F) &mm~Tz>z-tm~c^z> 0 

R^y7/IT^5MH —COR 9 (R'tt-OR'^S) £**A^ il 

R 9 ^*W^a5§^«, Vi 1 sme i e r^Cf^, N, 
N-y/fMM75 HiWJJ^a'J HX^ylfb'J>f N 
-y^fWA7$ Fmvmm*. ~S 0~1 0 0t:i?l~2 4WIM^ 

£7t> R 9 ^-COR"T*?.^, HP^-COCOR"*CD#A«, MXit 
(C) t-t*W)ltruV F(D£?fj:ffimkVtzi;t)Jl#~Mt£>®)t%:. 

3 0-100 °C, b < 0 °C~^T!, 10^-1 Bt^M^^itfc^, $ b 
{C^-r^>T5><h|Wl^c7)^#T> 10^-7 203f^ ^L<ttl~l 2B#P^ 
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^x^ji/x-5Mk ^^u-^ox— t\jwb, T-feh>> ^;ux^;i/^r h> 

f©^h>Hf©»« -3 0-1 0 0tT. 1-2 4mmfcJfc2-&Z>ZtlZ 

(i-E) con-7v;p^j^«> mmmi~cm^t>nrcb<Dtmm<D 

iTKM^tlT*^ ^flI©^fC<fc0'&^*rSi:«i:^T#5 (J. Org. Chem. , 
59, 6372-6377 (1994) . Chem. Pharm. Bui 1. , 38(9) , 2459-2462 (1990) > mmmitG 



sjfc^; i 
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pyu-;^x««ms£^bTvvrt>£^7;i/*x;i/S£*u MfiTRafcJK^ 

MHS 'J^^Alf. ADy>{^IXIiS-B (OR 13 ) 2 (IcT, R ,3 te 
7^ffXtt»7J^M^^t) £^b, R\ R\ R'RZSR'itmmtm 

TUt)%. \\&m (C) £»&*tt#^£fflV>Tfc^» (F) tZUXfty 

nfrwt«±aBRj6^©'fb-&«i (f) 0M^i« u^^a> ADyMk^io 

Ji-g-Kte, ^>-tf>, h;px>, ^x5MPx-^;k fh7tHu77>, 

H. Sfc, M#-B (OR 13 ) 2 -B (OR 13 ) 2 ttS^MUTt)J; 

v>) ^>if>> h;i/x>, s^x^x— fh7kh*P7 

7>» ^^>, T-fchXhLUk N, N-y^fMM75H, *ZJ — 

-yirjWfc #*b<fc^5^A##©#ftT, HJ 

x^;wt 5 v-r V 7°n if ;ux^;i/T ^ >f®#«Z^7 ^ >lfi> mstfj 
U^A> »h'J7A, Kith'J^ ifc»-fe->#A, ^H*'J#A, zfcg& 

ttLTffl^l>WfeO, f h 7 - n - 7?Jl/7>^7A7o 5 b\ 
0 tTlf&^O^IfJ b 
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t> avmm^wmfzn* &$Hs<\*&mm=p, 3vmm?T~&z> 0 

11-ZnClS, -MgCll, -CuClI, -BC1 2 1, -ZnBrl, 
-MgBrl, -CuBrI, - B B r t &ifimf 5*1, R 13 £ LT^KiitJJiH 1 , 

yj^jvm -iv~?u\i)\,m a*#tfe>*is. -b (or 13 ) 2 

a;-;i/*XX^» A^y^A, If 7. (^WJr>7th» A^v«y-A, 
HJX (y^>y'Jf>7th» yV^v^A, &Wt=Lm<DK5W&ftX 

7i^MX7^ >*in*&Rj6iI'&<»*K:, HJX (y^>^ l Jf>7th 
» yV1^y^A£»lU 4^t5ffittfl:Snfc h 'J 7i-M^7>f >/l7 

h\ A7v7A7tf - hi©-i0A7y7^ffi<!: h 'J 7JW1/*X7^ >, 
h'J7JW*777'f.K hiJ7'J-M7 7^X HBLfflZt&i?7)V*r)Vm 
&h 7;^;H*BA5< '77;^K^->7A, 7;^;^^y7A/N 
5-TH, h'J7JW7^5-7A> y7;WI/7JR-7AA7-f F, 7KUHt 

£olZ3{±(DX)l7^ F<kRZSl&<DN-T^MkViitllzn~oT>b£^&, TIE 
<7)SJS^2 7?^$nSJ:5{c:, 3fetf)XJI/"7y KffcRtf ite©N-7^;Wfc©tfc 
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(G) (H) (1-B') 



CifcfK X, R 5 \ NL R\ R\ R\ R 6 . R T &tfR l, W:tflflB£Hi;t>©&^ 
-To ] 

^SfcgSl-rS N-tert -^;i/X;^>7^ KteU 
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*nmt&® (i) xtttomz* mmmmiz^T^oizmnrc^—tim 
Mwa. for, mmk&®&&$bj&ftt-?z>mmit. mmmmmm. 

mmmv^m • femm, Mizmm • m$&®mm. mm • m m<Dm±mx\-m 

(i) xte*r<D&&mniii>Tmm-tz>m&, mmmm<D 

3„ £©<k5fcifiJ#tott, BtrflraU MM, 4Hrww*©*ts&3W*t>*w 

n6PS#©/s:«)©H»«wtLTtt, -httfrfti mu im. mm. mnm 

^J. ttffllXtje^L3W©»^K:tt, «flJ59£fe&^M&5. &MRTf*imzte-£izM 
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it. mtmu mm. mmm, mMmmommm^h^r^z.t^'c^^o 
^wit^w (i) x^omm^m^ n^znzit&woi&w, n^m 

0. 1-lOOmg/kg, mzmo. 5~5 Omg/k g#W£LV> 0 £fc, 
##0U (1) 

i-7x-;pft-2-^n/v> ab-^tii) 

> 3 0 0mli;Wc. SkftTfcv^ vyDtf;PX^;UT5>3 2. 3g(D 

fee mmzm&Tizg&kvrzo mm^ti^^u^h (yu»;^Do^ 

A) {C#bT_hfB{t: o"#/S: 4 1 . 5g#L 

'H-NMR(CDC1 3 ) 5 : 2. 28 (3H, s) , 3. 67 (2H, s) , 7. 20-7. 23 (1H, m) , 
7. 26-7. 35 (4H, m) 

1 ( 2 ) - (10) 

##m (i) tmmizLx, rt<a at^2) - at^io) ^#^ 0 

(2) 

1- (4- 1 HP^'>7x-Jl/^) -2-yn/W> Ut^m2) 
: 7 7. 5-78. 0 T: 
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'H-NMR(CDC1 3 ) 6 : 2. 29 (3H, s) , 3. 48(2H, s) , 6. 67 (2H, d, J=9Hz) , 
7.23C2H, d, J=9Hz) 
###|1 (3) 

2- (2-^V^Dlfm) Sfc&#B* ttfc£#J3) 
SWi: 1 5 8. 5 - 1 5 9 °C 

'H-NMR (DMS0-d 6 ) 5 : 2. 24(3H, s) , 4. 02 (2H, s) , 7. 22 (1H, t, J=8Hz) , 
7. 26 (1H, d, J=8Hz) , 7. 89 (1H, d, J=8Hz) , 7. 94 (1H, t, J=8Hz) 
##09 1 (4) 

1- -2-^D/V> (Yb^4) 

'H-NMR (CDC1 3 ) 6 : 2.31 (3H, s), 3.97 (2H,s), 6.97 (1H, t, J=5Hz), 
7. 21 (1H, d, J=8Hz) , 7. 47 (1H, t, J=8Hz) , 8. 35 (1H, d, J=5Hz) 
##091 (5) 

1- (3-* h+->7z-;W) -2--7°D/W> (fl^#»5) 

'H-NMR (CDC 1 3 ) <3 : 2. 27 (3H, s) , 3. 66 (2H, s) , 3. 78 (3H, s) , 6. 73-6. 75 (1H, m) , 
6.86-6.91(2H,m),7. 19 (1H, t, J=8Hz) 
##091 (6) 

l-^>y^t-2-7'u/V> Ut&b6) 

mt : rn&mm 

'H-NMR (CDCI3) 6 : 2. 24 (3H, s) , 3. 1 1 (2H, s) , 3. 68 (2H, s) , 7. 24-7. 34 (5H, m) 
##091 (7) 

1- (4-^^7i^W) -2-7°PAV> tffr&<»7) 
'H-NMR (CDCI3) 6 : 2. 26 (3H, s) , 2. 31 (3H, s) , 3. 61 (2H, s) , 7. 1 0 (2H, d, J=8Hz) , 
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7.26C2H, d, J=8Hz) 
(8) 

: m&mwva 

'H-NMR(CDC1 3 ) 6 : 1. 18(9H, s), 3. 94(2H, s), 7. 21 (1H, t, J=7Hz), 
7. 27 (2H, t, J=7Hz) , 7. 38 (2H, d, J=7Hz) 

1- (4-^DD7x-;W) -2-yDAV> ({t^«) 

'H-NMR(CDC1 3 ) 5 : 2. 26 (3H, s) , 3. 64 (2H, s) , 7. 26 (4H, s) 
###!| 1 (10) 

1- (4-^OP7x-m) -2-^y> (4fr&&10) 

'H-NMR(CDC1 3 ) 5 : 1 . 06 (3H, t, J=8Hz) , 2. 61 (2H, q, J=8Hz) , 3. 66 (2H, s) , 
7. 22-7. 29 (4H, m) 

4-7^/7x^il ^>yMXfJV (ffc^fe 1 1) 

4-ZhD7i-JPffi5. 4g, »'J7A4. 2gJy7W^ 
A75 K8 0ml fc»#bfc. £i&T2 0#jfc#bfc&, ^>i?;^DS F3. 
4m 1 &tatto SStaaifl 7B#HSBfcl/fc. X— x;W'2 OOml ^riin^T 
7K2 0 0ml, 3^S6*^th l J , 7A2 0 0ml 1 0. 3%fiil00ml, 

isfp^tfcTKi oomi T^fe#bfc„ tii^iitniLfco mmzx.- 

^Jl 1 0ml $ixTHLT4 -~ h n7x-;TO ^>y^XXfJ^ 
'H-NMR(CDC1 3 ) 5 : 3. 78 (2H, s) , 5. 1 6 (2H, s) , 7. 27-7. 40 (5H, m) , 
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7. 45 (2H, d, J=9Hz) ,8.19 (2H, d, J=9Hz) 

5 g£x^/-jl/2 0mli7K20ml \ZtiQx.T 3 6%M2ml £ 
MT8 0t"e2 0^l/fc. ::C4--hD7i-JHM ^>yJHX 
T-;i/2. 7 g©I^y-Mi2 0m 1 ifh7tFn77>2 Om 1 ^flPAT 

'H-NMR(CDC1 3 ) 6 : 3. 56 (2H, s) , 3. 63 (2H, brs) , 5. 12 (2H, s) , 6. 65 (2H, d, J=8Hz) , 
6. 97 (2H, d, J=8Hz) , 7. 28-7. 37 (5H, m) 
###13 (1) 

4- 7-'J> M12) 

^7x/-JP5ra 1 ip--hD^>yJ^D5 Hi 0. 6 gS^DD^ 
^>5 0mll;8»lfc. 7j(^Ty^V^olfJH^7$>6. 4 5g*»T 
bfc £5J;:gMT4 2B#|ig£#Lfc. 1. 5%li3 0 0ml»Lfc, g 

mmzwmisiiL. nm$%7&?u-?h (y'jw^oa^A) fcf*u&. 

D^>if>^ll. 7 7 gUL 
'H-NMR(CDC1 3 ) 5 : 4. 14 (2H, s) , 7. 20-7. 32 (5H, m) , 7. 38 (2H, d, J=8. 5Hz) , 
8. 12C2H, d, J=8.5Hz) 

4- (7i^ft^fJP) Xhn^>-fef>4. 9g$y^nn^^>150 
m 1 *?&TK:m-#nnjfiSfeJ&M8. 6 g^ill^T, rai&T?3 0 

^GCiiat3 0#jt#b&. 3%I«lth l J7A2 0 0ml X 30, 

i . 5 %m ioomi t^L7c, mmm\m.mmzmm\^rc.o etftx-T- 
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>i£>£5. 5git 
'H-NMR(CDC1 3 ) 5 : 4. 41 (2H, s) , 7. 30 (2H, d, J=8. 5Hz) , 7. 45-7. 55 (2H, m) , 
7. 62-7. 70 (3H, m) , 8. 14 (2H, d, J=8. 5Hz) 

Wm 15g^y — ;i/ 30mli7K20ml K JPAT 1 8 %mM 6 m 1 SrJP 

ATSOt-cioM^bfc, ££^4- (:7x~;i/x;i/*~;M^;i/) rho 

^>-bf>5. 5 g/ii&^h^k HD77>2 3 Om 1 £Jin*_T2 & Cl^ 
3 0ml&fln*T2l$lffl«#Lfc. hTlllL -fe^T MSMt- h 7 t 

FD77>50ml T^bfco mWiUm&TlZ.'glkLfc, 7K 1 0 0 m 1 £ 
flDATBtt&atiaUfc. ^7PU7Jn;1/A3 OOml ch^fP^mTK^^hU^AS 

MLT±t2'fb^^4. 0 7 g#7c 0 

M& : 177-178X3 

'H-NMR(CDC1 3 ) 6 : 3. 72 (2H, brs) , 4. 20 (2H, s) , 6. 55 (2H, d, J=8. 5Hz) , 
6. 85 (2H, d, J=8. 5Hz) , 7. 42-7. 50 (2H, m) , 7. 57-7. 70 (3H, m) 
##0!J3 (2) 

#%09 3 (1) tmmzlsT, OT© (ft^«13) £t#fc 0 

4- (^>v;i/x;u*x;wp<^;i/) Tnu> (ft^Uii3) 

Bi& : 148-148. 5 *C 

'H-NMR(CDC1 3 ) 6 : 3. 79 (2H, brs) , 4. 03 (2H, s) , 4. 10 (2H, s) , 6. 69 (2H, d, J=8Hz) , 
7. 16(2H,d, J=8Hz), 7.39 (5H, brs) 

#114) 

^rftMJ ^Mfc 3 . 5 5 gip--ho^>y;^D5 H5g$rh7tHa 
77>ioomi tijSl/T^-f yyDtf;vx^;i/T^>3. 8 7 gWbfc. 
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$f,t:MT4 ummftisfro mm&m^vfco o. 3 %mt2 0 o m 1 ttmx. 

T^i;fe@^&atiaLfe. (5 Om 1 X 2m) > X^7-;i/ (2 Om 1 X 4 
m , ^=M*> (2 0m IX 20) T^bfdo «L*ft*CD2- (4 -n hP 
^>^;i/^^) 5££#Bfc&5. llgHft. £©5 5 2. 9g^OD/^> 
6 0ml, ^fMM75F0. 3ml(;fILL ZZlZttl? V P 
UF3ml S»Tl/fc. S&^S?&T2 OP#IHH*#L£. »»&«JETK:SSL 
feo »/^/-^6 0ml, fh7tHD77>10ml^MT6 0tT 
2P#Pe!W£L7c 0 »8E£«JBETK:eSb&. 3 6%ifiB65 Om 1 mwXXmam. 

mi^m± h'j^somi, 3 %mm iomi -r^bfc. *&«<s*tfefc, m 

EETS^Lfe. Mtx-fJ^ira^TllLf:. Mfi^*© 2 - (4-~hn 

'H-NMR(CDC1 3 ) 5 : 3. 95(3H,s),4. 23(2H, s),7. 18-7. 28(2H,m), 

7. 41 (1H, dd, J=2Hz, J=9Hz) ,7.57 (2H, d, J=9Hz) , 7. 97 (1H, dd, J=2Hz, J=8Hz) , 

8. 17(2H,dd, J=2Hz, J=8Hz) 

»/^DD^^>6 0mll:»L MTCMCPBA4. 4g£jjp 
IWIMT3 0#$e>K:MT2lSraJt#b&. 3%IlitbU7A10 0 
mlX3HI, 0. 3 %M 1 0 Om 1 »bfco tilttWClibfco 

'H-NMR(CDC1 3 ) 5 : 4. 04 (3H, s) , 4. 91 (2H, s) , 7. 43-7. 52 (3H, m) , 

7. 65 (1H, dd, J=2Hz, J=8Hz) , 7. 67 (1H, t, J=7Hz) , 7. 73 (1H, dd, J=2Hz, J=7Hz) , 

8. 12(2H, d, J=8Hz) 

m%7 . 5 g£x^/-;U2 Oml «h7jc 1 Om 1 £j&n*_T3 6%I|2m 1 £ 

77>2 5mlSMT3^^Uc. t^htllLL -fe^-r Mi5^ 
7kFD77>5 0mll?«Uco iiftiJiJETCiiL/fc. ^QP^Ml 

o o m i &jin^.ia3ftiKtt**^- hU7Aioomi T»ftmvrco ^mm&timv 
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ma : n&mfc 

: 135-136. 5 <€ 
'H-NMR (CDCI3) <5 : 3. 69 (2H, s) , 4. 02 (3H, s) , 4. 62 (2H, s) , 6. 53 (2H, d, J=8Hz) , 

6. 99 (2H, d, J=8Hz) , 7. 42 (1H, dd, J=2Hz, J=8Hz) , 7. 54-7. 64 (2H, m) , 

7. 66 (1H, d, J=8Hz) 

mmmi u) 

5 -^ot- 3 - (4-hFn+y7x-m) - 2 > F-JI/ ttfc 
^15) 

4-7*n^7x-JPhH7y>Ml6. 7 g <h 1 - (4-tHD^>7x- 
-2-^D/V>5. 46g^tert-7WJ^-JH5 0ml 
*SD8ft«8iETK: 2 DD**> 2 0 0ml ££P*.T 

* 2 0 0ml, 3%^X>i2 0 0ml, A&frft&Tk 1 0 0 m 1 

» KtfUfc. ±ffi^**4. 2 9gifc. 

: 1 6 1 - 1 6 2 . 5 *C 
'H-NMR (DMS0-d 6 ) 5 : 2. 47(3H, s) , 6. 66 (2H, dd, J=2Hz, J=9Hz) , 

6. 93 (2H, dd, J=2Hz, J=9Hz) , 7. 20 (1H, dd, J=2Hz, J=9Hz) , 7. 33 (1H, d, J=9Hz) , 

7. 45 (1H, d, J=2Hz) , 9. 36 (1H, s) , 1 1 . 74 (1H, s) 

mmmi (2) - (3) 
mmmi (1) tmmzvx. ot© at^mie) - at^mi?) 

SIWU (2) 

5-70^-2-^^-3- (2 -tfUv 5 ;^^) -f>H-;i/ (ft^ftl6) 
: 2 4 3. 5-2 44t 
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'H-NMR (DMS0-d 6 ) d : 2. 44(3H, s), 6. 58(1H, d, J=8Hz) , 7. 07 (1H, dd, J=5Hz, J=7H 
z), 7. 24(lH,dd, J=2Hz, J=8Hz) , 7. 40 (2H, d, J=8Hz), 7. 52 (1H, dt, J=2Hz, J=8Hz), 
8. 38 C1H, d, J=2Hz), 11.95 (lH.s) 

mmmi o) 

2- (5 -^Dt- 2 -*^;w > 3 — r;^*) £m#& (fc£r 

#117) 
tt« : 

Stjft : 2 3 7 - 2 3 9 

'H-NMR (DMS0-d 6 ) 5 : 2. 43 (3H, s) , 6. 55 (1H, dd, J=2Hz, J=8Hz) , 

7. 11-7. 14 (1H, m) , 7. 20-7. 27 (2H, m) , 7. 31 (1H, d, J=2Hz) , 7. 35 (1H, d, J=8Hz) , 

7.94C1H, d, J=2Hz), 11.91 OH, s) 

mmm 2 

2- (5 -y'u=e- 2 - 3 —r )Vtt) *ja#Bt^>^;wx 

^fjv 8) 
2- (5 -^n^E- 2 -^^;i/-r >H-;i/- 3--r;i/^) $lSi5. 4g 

i»'J^A2. 4g£N, N-y/fMM75 H 3 Om 1 \zmMV1t, 
^>yJ|/7'P5F2. 6 g^iP^Tl 8B#^i«^bfec gfllfiH OOmlS 
lJP^T7jc2 OOm 1 T?2HI^L,fc. W*»fcW£*fe«fc«*Ufc. 

±ffifb£4&£4. 9gf|t. 
14« : 

MA : 171. 5-173. 5t 

'H-NMR (DMS0-d 6 ) 5 : 2. 44(3H, s) , 5. 42 (2H, s) , 6. 59 (1H, d, J=8Hz) , 

7. 18 (1H, t, J=7Hz) , 7. 25 (1H, dd, J=2Hz, J=8Hz) , 7. 29-7. 32 (2H, m) , 

7. 38-7. 46 (5H, in) , 7. 55 (2H, d, J=8Hz) , 7. 99 (1H, dd, J=2Hz, J=8Hz) ,11.95 (1H, s) 

mmm 3 m 
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5-^-2-/^-3- (4-^dd7x^w) -r>H-;i/ (fc-a-^j 

1 9) 

4-^P^ETnU>3. 4g^y^DD^^>8 0mlt^iUco - 50t 
Tii^H^ t e r t - 7^;PXX-r-;i/ 2 . lgCy^DD/^ 10ml5 

-2-7°DAV>4. Og©y^DP/^>^tl Oml§105>-TiOAT 
l^r H 1»Lfc„ h'JX^75>2. 1 g©y7nD^^>M5m 1 £Jinx 
TSfit2W«iLfco 5 Om 1 <D7K£JDx.TWM£#l5£U S£fil^»iB&L, 

»PX.TMLTCD±lH{b^^O. 9 1 g#/to 

g*^ : 1 3 8 - 1 3 9 X: 

'H-NMR(CDC1 3 ) 5 : 2. 49 (3H, s) , 6. 92 (2H, d, J=9Hz) , 7. 1 2 (2H, d, J=9Hz) , 
7. 18-7. 32 (2H, m) , 7. 63 (1H, s) , 8. 28 (1H, brs) 
nt&m 3 ( 2 ) - (23) 

mmm3 (i) tmm\zLx, ot© «t&«i2o) - M4D 

(2) 

5 -T'Dt-2-/^- 3 - (4-/^;W7oi— -r>F-;u (flS^ 

2 0) 

tttt : 

: 1 4 3 - 1 4 5 r 
'H-NMR(CDC1 3 ) 6 : 2. 24 (3H, s) , 2. 49 (3H, s) , 6. 92 (2H, d, J=8Hz) , 
6. 96 (2H, d, J=8Hz) , 7. 18 (1H, d, J=8Hz) , 7. 24 (1H, d, J=8Hz) , 7. 66 (1H, s) , 
8.21 (1H, brs) 
mMM3 (3) 

3- (<*>i?)Vtt) -5-7*ot-2-/f;K>H-;P (4b^2 1) 



31 



WO 01/32621 



PCT/JP00/07590 



Sift : 121-122. 5 °C 

'H-NMR(CDC1 3 ) 6 : 1 . 96 (3H, s) , 3. 72 (2H, s) , 6. 92 (2H, d, J=9Hz) , 
7. 11-7. 28 (5H, m) , 7. 71 (1H, s) , 7. 97 (1H, brs) 
mMM3 (4) 

5 -^D^E- 2-^)V- 3 - (3-* h^S>7ai-;U^) -f > H— ;P 
#J2 2) 
tttt : 

1 2 7 - 1 2 9 TC 
'H-NMR(CDC1 3 ) (5 : 2. 50 (3H, s) , 3. 68 (3H, s) , 6. 53-6. 64 (3H, m) , 

7. 09 (1H, t, J=9Hz) ,7.21 (1H, d, J=9Hz) , 7. 27 (1H, d, J=9Hz) , 7. 68 (1H, s) , 

8. 29 (1H, brs) 
mmM3 (5) 

(2-**)i- 3 -7xnM^ > F—;i/- 5 — t)V) Biif;nxf;p 

Wfr&fcj 2 3 ) 

9 0-9 0. 5 "C 
■H-NMR(CDC1 3 ) 6 : 1. 19 (3H, t, J=8Hz), 2. 50(3H, s) , 3. 66 (2H, s), 
4. 1 1 (2H, q, J=8Hz) , 7. 02-7. 05 (3H, m) , 7. 12-7. 17 (3H, m) , 7. 28 (1H. d, J=8Hz) , 
7.43C1H, s), 8.27 (1H, brs) 
mMM3 (6) 

5 -r/n^E- 2 - t e r t 3 - (7x-J^) -f > F-JP 

2 4) 

: 1 4 0 - 1 4 2 °C 

'H-NMR(CDC1 3 ) 6 : 1. 51 (9H, s), 6. 96(2H, dd, J=2Hz, J=8Hz), 7. 03(1H, t, J=8Hz), 
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7. 15 (2H, t, J=8Hz) , 7. 23-7. 28 (2H, m) , 7. 62 (1H, s) , 8. 35 (1H, brs) 
^MM3 (7) 

3- (4-^DD7i^ft) -2, 5-v^^-T>F-^ (^#12 5) 
K/& : 1 4 1 - 1 4 2 °C 

'H-NMR(CDC1 3 ) 5 : 2. 40 (3H, s) , 2. 48(3H, s) , 6. 94 (2H, dd, J=2Hz, J=9Hz) , 
7. 02 (1H, d, J=9Hz) , 7. 10 (2H, dd, J=2Hz, J=9Hz) , 7. 26 (1H, d, J=9Hz) , 
7.29(lH,s),8. 17(lH,brs) 
mMM3 (8) 

5 -7tt)V- 2-^)V- 3-7x^W>F-;P Ut&®>2 6) 
144* : Hfeiftr* 

: 1 1 6 - 1 1 ■ 8 V 
'H-NMR(CDC1 3 ) 6 : 2. 54 (3H, s) , 2. 61 (3H, s) , 7. 01-7. 21 (5H, m) , 
7. 38 (1H, d, J=9Hz) , 7. 89 (1H, dd, J=2Hz, J=8Hz) , 8. 1 7 (1H, s) , 8. 79 (1H, brs) 

2 -pWl/- 3-7x^W > 5 -AM>iXfJHXrJV (l*k 

-g-%2 7) 

144* : n&mm 

M& : 1 8 0 - 1 8 0 . 5 <C 

'H-NMR(CDC1 3 ) <5 : 1. 38 (3H, t, J=7Hz) , 2. 53 (3H, s) , 4. 36 (2H, q, J=7Hz) , 
7. 01-7. 05 (3H, m) , 7. 1 5 (2H, t, J=8Hz) , 7. 35 (1H, d, J=9Hz) , 
7. 92 (1H, dd, J=2Hz, J=9Hz) , 8. 30 (1H, s) , 8. 49 (1H, brs) 

mmm 3 c 1 0 ) 

5 -7Dt- 2 - 3 - 7iXW< > H-^ (l*t£^2 8) 

St* : 1 6 2- 1 6 4°C 
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'H-NMR(CDC1 3 ) 6 : 2. 53(3H, s), 7. 02 (2H, d, J=8Hz), 7. 08 (1H, dt, J=lHz, J=8Hz), 
7. 11-7. 32 (4H, m) , 7. 69 (1H, s) , 8. 28 (1H, brs) 

mmm 3(11) 

5 - y 7 y - 2 - / 3 - 7 x - J^t< > F-JP (fb^2 9) 

•14^ : mm&m* 

MA: 1 5 6 - 1 5 7 *C 

'H-NMR(CDC1 3 ) d : 2.56 (3H,s), 7.01 (2H,dd,J=2Hz,J=8Hz), 
7. 08 (1H, dt, J=2Hz, J=8Hz), 7. 1 7 C2H, dt, J=2Hz, J=8Hz), 
7. 42 (2H, dq, J=2Hz, J=8Hz) , 7. 87 (1H, s) , 8. 62 (1H, brs) 

mmm 3(12) 

5 -7*Dt- 3 - .(4-^DD7i-^t) - 2 -X^Jl/-f >H— ;i/ 
3 0) 
Ittt : ^&«#1 

'H-NMR(CDC1 3 ) 6 : 1 . 27 (3H, t, J=8Hz) , 2. 91 (2H, q, J=8Hz) , 

6.92 (2H, dd, J=2Hz, J=7Hz) ,7.12 (2H, dd, J=2Hz, J=7Hz) , 7. 22-7. 32 (2H, m) , 

7.64C1H, d, J=2Hz),8. 33(lH,brs) 

mmm 3(13) 

MM. : 1 5 7- 1 5 91: 

'H-NMR(CDC1 3 ) 6 : 2. 39 (3H, s) , 2. 50 (3H, s) , 6. 96-7. 05 (3H, m) , 
7. 11-7. 19 (2H, m) , 7. 20-7. 27 (2H, m) , 7. 33 (1H, s) , 8. 15 (1H, brs) 

mmm 3 (14) 

-t^jv- 3 - 7x-;i^:t- 5 — hj ^;i/^-n^^;i/-r > F-;i/ <nt& 

M3 2) 
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1 0 5. 5 - 1 0 6 °C 
'H-NMR (CDC1 3 ) 8 : 2. 55 (3H, s) , 7. 01-7. 10 (3H, m) , 7. 17 (2H, t, J=8Hz) , 
7. 43 (2H, d, J=8Hz) , 7. 85 (1H, s) , 8. 41 (1H, brs) 

mmm 3(15) 

5 -^>7-f 2 - 3 - 7i^ft-f > H-^ (^-ir#j3 3) 

MA: 2 17. 5-218t 

'H-NMR (DMS0-d 6 ) 5:2.51 ( 3 H, s) , 6. 98 (2H, dd, J=2Hz, J=8Hz) , 

7. 10C1H, t, J=8Hz), 7. 22 (2H, t, J=8Hz), 7. 48 (2H, t, J=8Hz), 

7. 55 (1H, d, J=8Hz) ,7.61 (4H, dd, J=2Hz, J=8Hz) , 7. 72 (1H, d, J=2Hz) 

nmrn 3 < 1 6 ) 

( 2-^)1- 3 - 7x-^W > 5 — <)l) I«^>yJVXXfJP 

Wb-&*3 4) 

'H-NMR (CDC 1 3 ) 6 : 2. 49 (3H, s) , 3. 73(2H, s) , 5. 10 (2H, s) , 7. 00-7. 05 (3H, m) , 
7. 05-7. 10 (3H, m) , 7. 25-7. 35 (6H, m) , 7. 45 (1H, s) , 8. 29 (1H, brs) 
mMM 3(17) 

^#13 5) 

'H-NMR (CDC 1 3 ) 6 : 2. 50 (3H, s) , 4. 37 (2H, s) , 6. 90-7. 1 8 (7H, m) , 7. 37-7. 70 (6H, 
m), 8. 35 (IH, brs) 

mmm 3 c 1 8 > 

5-vT7p<^;i/-2-^^;w-3--7x-ji/^^--r>K-;i/ wc&ms 6) 

'H-NMR (CDC1 3 ) <5 : 2. 52 (3H, s) , 3. 78 (2H, s) , 6. 98-7. 08 (3H, m) , 7. 12-7. 19 (3H, 
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m), 7.33(lH,d, J=9Hz) , 7. 44 (1H, s) , 8. 39(1H, brs) 

mmm 3(19) 

2 3-7x^W>F-Jl/- 5 -^^>i^>yJHXrJP 
«fr&*j3 7) 
tttt : 

HWt: 2 0 2. 5 - 2 0 3 

'H-NMR(CDC1 3 ) 6 : 2. 54 (3H, s) , 5. 35 (2H, s) , 6. 97-7. 08 (3H, m) , 7. 12-7. 18 (2H, 
m) , 7. 30-7. 45 (6H, m) , 7. 94(1H, dd, J=2Hz, J=9Hz) , 8. 34(1H, s) , 8. 41 (1H, brs) 

mmm 3 (20 

5 -sO-J)V7,)V*—)V*^)V- 2-^)V- 3-7x^m-f>F-Jl' (it 
^3 8) 

« : n&mfa 

m& : 7 8 - 8 0 "C 

'H-NMR(CDC1 3 ) 6 : 2. 55 (3H, s) , 3. 99(2H, s) , 4. 16 (2H, s) , 7. 01-7. 04 (3H, m) , 
7. 14-7. 17(2H, m),7. 23-7. 40 (8H, m) , 8. 40 (1H, brs) 

mmm 3(21) 

2 - (2 -pWP- 3-7x^W > 5 — <;i/^3^!/7JMv=i;i/) 

glfi^^XXf^ (fM3 9) 
: jif&Hfr 
U*: 1 8 9- 1 8 9. 5 «C 

'H-NMR(CDC1 3 ) 6 : 2. 47 (3H, s), 3. 99 (3H, s), 4. 79 (2H, s), 6. 92 (2H, d, J=8Hz), 
7. 06 (1H, dd, J=2Hz, J=8Hz) , 7. 12-7. 1 9 (4H, m) , 7. 22-7. 29 (2H, m) , 
7.43(2H,d, J=8Hz),7. 58(1H,dd, J=2Hz, J=8Hz),8. 31 (IH.brs) 

mmm 3 (22) 

2 -X^JV- 5 -nhP- 3 - 7x^W>F-A (fb^4 0) 
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: 2 17-21 9*C 
'H-NMR(CDC1 3 ) 6 : 2. 57 (3H, s) , 7. 02 (2H, d, J=7Hz) , 7. 08 (1H, d, J=7Hz) , 
7. 15-7. 19(2H, m),7.38(lH,d, J=8Hz),8. 10(lH,d, J=8Hz), 8. 48(1H, s), 
8. 57 (1H, brs) 

mmm 3 (23) 

5 - ^Ot - 2 - ^f jl/- 3 - ^fJPW > H-Jl- (1k&m4 1) 
ti&& : 8 0 - 8 0 . 5 °C 

'H-NMR(CDC1 3 ) 6 : 2. 24 (3H, s) , 2. 52 (3H, s) , 7. 14 (1H, d, J=8Hz) , 
7. 24 (1H, dd, J=2Hz, J=8Hz) ,7.81 (1H, d, J=2Hz) , 8. 05 (1H, brs) 
mMM4 

5-757- 2-^fJl/-3-7x^Jl/W>H-JV 4 2) 

8cf& 8 g 7 2 5 m 1 £/K 2 5 m 1 \ZlKLX.fz« 3 6 3 m 1 £fiD 

3.T8 0tt2 0#8H#L£o £££2 5 -"hD-3-7i-M 

sT-f > H — 3 . 3 g©X^;-;P2 5mltfh7kFn77>25ml jgifc 

h7kFD77>«LL ji»S«JEETtca*L/fc. My7on^3'> 
2 0 0ml TtttH LfiSfnS#* 2 0 0ml T?*fei£L£. ^OitiCfe^tt 

Bfc^t : 186-187. 5 *C 

'H-NMR (DMS0-d 6 ) 6 : 2. 36 (3H, s) , 4. 54 (2H, brs) , 6. 46 (1H, dd, J=2Hz, J=9Hz) , 
6. 51 (1H, s) , 6. 94 (2H, d, J=7Hz) , 7. 02-7. 07 (2H, m) , 7. 1 6-7. 19 (2H, m) , 
11. 14(1H, s) 
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2-^)1- 5 - -bO-3-7i-J^>F-^2 8 4mg<h^tf"iJ-'J 
^M3 0 8mg^MJ7Mnfti7ml iCj]D^T8 0#if#Lfc o 
MffiTtC^L-fco 0ml ^jjn^.T4%7j<^b^-hU r >A6 0 m 1 

9 0mgt#7c o 
E^: 1 7 3- 1 7 3. 5t: 

'H-NMR (DMS0-d 6 ) 5 : 2. 43 (3H, s) , 6. 42 (1H, s) , 7. 43 (1H, d, J=9Hz) , 
7. 91 (1H, dd, J=2Hz, J=9Hz) , 8. 41 (1H, d, J=2Hz) , 1 1. 69 (1H, s) 

m& 3 g £x£> / 1 0 m 1 tzk 1 0 m 1 \Zl$\7ifz.o 3 6 %Wk 1 m 1 £ jjp 
^.T8 0tT2 0M^bfc. ^^fc2 5 -X hP-T >F-;i/0. 8 
gCD^h^b:FP:7^>6mli:X^/ 3 m 1 M£jJP*.T£ <=> »C 1 P#MJ£ 

>#3 0ralx2@TWfc. W«8««^mT^ii*fibfc. fB*n0H8**?- 
MJ<7A5 0ml $MTy^DD^^>5 0ml T?i*fflU&. f£*SM£fc:@£b 
LillW7A^07b ('>iJ*y;k^QQ^^» C#LT±tH 
6 7 0mgf#fc. 

144* : 

M: 1 3 4- 1 3 5. 5 °C 

'H-NMR (DMS0-d 6 ) 6 : 2. 29 (3H, s) , 4. 32 (2H, brs) , 5. 81 (1H, s) , 

6. 36 (1H, dd, J=2Hz, J=8Hz) , 6. 55 (1H, d, J=2Hz) , 6. 93 (1H, d, J=8Hz) , 10. 34 (1H, s) 

mmm7 



38 



WO 01/32621 



PCT/JP00/07590 



•*) -r > Mb^«i4 5) 

5-T^y-2-^^;K>F-;i/6 OOmgSfh7kHD77>20ml 
fC^bfeo y-ter t -r/^l^-jfr*- h 8 8 Omg £fln*.T^UT 1 . 

*5?y) i:#Lfc. ^*1*>£iin*.TaGfiU!t. $£fefft*(D5- t e r t-^h 
^->*J^ - jl/7 5 ; - 2 -^f M > F-J^ 8 6 0mgf#fc o 

TK^b^-hU^AO. 34g5, N, N-y/f»A75F3mll:Ii 
bt, »T(C5- t e r t - ^h + y*M^75/-2-/f JK/F- 
;i/0. 8g^MT3 0M^bfco JIHK:, 2, 2' -yH'Jy;ky^JV7^ 
HO. 8 8 g ^JD^TSIT 1 8 B#Kit#b^o KtXfJP 60ml 
3%»F'J^A2 0 0ml x4Hrm#bfc, ^tSSbfc, 
>£^TMLT©±0B^#j£6 1 Oragffe. 

IHA : 1 9 7 - 1 9 81; 

'H-NMR (DMS0-d 6 ) 6 : 1 . 42 (9H, s) , 2. 40 (3H, s) , 6. 51 (1H, d, J=8Hz) , 
7.04UH, dd, J=2Hz, J=8Hz) , 7. 11-7. 15 (1H, m) , 7. 16 (1H, d, J=8Hz), 
7. 48 (1H, dd, J=2Hz, J=8Hz) , 7. 56 (1H, brs) , 8. 37 (1H, d, J=4Hz) , 9. 08 (1H, brs) , 
11. 560H, s) 
MMM8 

2 — (N ' — (2-^fJV-3-7i^W>F-;H5 — OV) 
H) SJlfi^^JUXf^ (^4 6) 

5-7$7-2-^fJl/-3-7i^W>H- Jl/5 0 0 m g <h 2 — f V 
->T^-h^m#m^^;i/3 6 Omg, 4-^f;i/75 7 If U> ? >2 Omg^JP 
^.T5 0tt4ltWUc„ »«««JBETfc«3cL;fc. »*7^0?h 
(i/VX^Jl; y7DD^7» (C#bT±fBfb'&tl^ 7 8 0mg*#7t o 
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MM. : 9 4 - 9 5 . 5t 

'H-NMR(CDC1 3 ) 6 : 2. 49 (3H, s) , 3. 76 (3H, s) , 6. 50 (1H, s) , 6. 95-7. 07 (4H, m) , 

7. 1 1 (2H, d, J=7Hz) , 7. 30 (2H, s) , 7. 42-7. 53 (2H, m) , 7. 95 (1H, d, J=7Hz) , 

8. 39 (1H, s) , 8. 5 (1H, d, J=8Hz) , 10. 36 (1H, s) 
mMM9 

3- (2-^-3-7z^w >k— ;i/-5— r;w -2, 4 (ih, 

3H) Ut&M4 7) 

2- (N' - (2-^^-3-7xnJl/W>H-;i/-5 — r;W #l*"f 
H) Slfi^^HXrJH g^h;i/X>l 5m 1 , y^^l/XW^KS 
m 1 «$?Lfc„ 1, [5. 4. 0] ^7>y ! ±> (DBU) 

0 . 5ml £jJPx.T 1 1 0 1CT 3 Pf^»brc„ M£MffiTK^3c Lfc 0 mm 
iC3%^X>i3 0 0ml*M, g^BIX5 1 ^2 0 0mlTtttiibfc. 

* 0. 9 1 g#fc. 

ftft^t : 2 5 4- 2 5 6t 

'H-NMR (DMS0-d 6 ) 5 : 2. 54 (3H, s) , 6. 98 (2H, d, J=9Hz) , 7. 01 (1H, d, J=2Hz), 
7. 06 (1H, t, J=8Hz) , 7. 18-7. 21 (4H, m) , 7. 25 (1H, s) , 7. 46 (1H, d, J=9Hz) , 
7.67C1H, t, J=8Hz),7.90(lH,d, J=7Hz), 11. 43 (1H, s), 11. 83(1H, s) 

mmm 10 (d 

5 -7-fef;i/75 / - 3-yx.-)l^-i > H-;i/ Wb'&*4 8) 
. 5-T^y-f >F— ;i/4 0 0mg§fh7tHo77>10ml Cg«tT7 
•b^P-Y ^^/-;P3 3 Omg, 4-> ? pWl/7^/fcfU>?>l Omg^PAT 
MT1 8B#rBl$^ic6 0 t CT4B#r B 1M^Ufc o *flt£«JETK:g3cUfc. 
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SO. 27 g#7to 
'H-NMR (DMS0-d 6 ) 5 : 2. 02 (3H, s) , 6. 35 (1H, s) , 7. 1 7 (1H, dd, J=2Hz, J=9Hz) , 
7. 29 (2H, dd, J=2Hz, J=6Hz) , 7. 84(1H, s) , 9. 70 (1H, s), 10. 96 (1H, brs) 
7^bth l J^A2 4 0mg^ 1 N, N-y/^M7$ H 1 Om 1 Cl 
M l/T, SfcftTK: 5 - T-fe^l/r 5yi"> 3 4 8 m g 3 0 

b&. I^Cy7i-JkyX;i/7^ HO. 5 g SiH^.TSffl*t?4«fiaa^Lfc. 
MT(C7KS 5 0ml tP^feo Mx^;i/ 30ml Ttttti Lfc„ b (3 

3%»h'J9Atl 0 Oml X30»Lfco 8&it£ 
*7A^P7h (->'J ti>f)V ; 2 UU*)V&/Wm^)V= 1 0/1) KttLT 
±IE'ffc'&*&£ 5 3 Omg#fcc 
tttt : 

ffiuft : 8 1 - 8 2 «C 

'H-NMRCCDClj) 5 : 2. 14 (3H, s) , 7. 04-7. 14 (3H, m) , 7. 16-7. 18 (3H, m) , 

7. 39 (1H, d, J=9Hz) , 7. 43 (1H, s) , 7. 48 (1H, d, J=2Hz) , 7. 62 (1H, dd, J=2Hz, J=9Hz) , 

8. 46 (1H, brs) 

mmM 10 ( 2 ) - ( 6 ) 

mrnmio <n tmmzLx. ot© (^«4 9) - «t^&5 3) 

fee 

§Hii#j 10(2) 

5-^>^;k75/- 3-7xZWOF-^ (it^4 9) 
S$ A : 208-209°C 

'H-NMR (DMS0-d 6 ) 5 : 7. 01 (2H, d, J=8Hz) , 7. 05 (1H, t, J=8Hz) , 7. 20 (2H, t, J=8Hz) , 
7. 43-7. 62 (5H, m) , 7. 75 (1H, d, J=3Hz) , 7. 79-8. 00 (3H, m) , 10. 15 (1H, s) , 1 1 . 68 (1H, s) 
10 ( 3 ) 
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5 0) 

MjS: 2 0 5- 2 0 6. 5 "C 

'H-NMR (DMS0-d 6 ) (5 : 2. 28 (3H, s) , 6. 94 (2H, d, J=7Hz) , 6. 96 (1H, d, J=2Hz) , 
7. 1 1 (2H, dd, J=2Hz, J=9Hz) , 7. 1 5-7. 22 (4H, m) , 7. 36 (1H, d, J=8Hz) , 
7. 46 (2H. d, J=8Hz) , 7. 72 (1H, d, J=2Hz) , 9. 81 (1H, s) , 1 1 . 65 (1H, s) 
£2£0U 0 (4) 

N- (3-7xZ^W>H-^-5-fJW -N' -7xZJWL/7 (ItS 
#15 1) 

m&i 2 o 8 - 2 i o r 

'H-NMR (DMSO-d 6 ) 5 : 6. 92 (1H, t, J=8Hz) , 7. 01 (2H, d, J=8Hz) , 

7. 05 (1H, t , J=8Hz) , 7. 1 5-7. 30 (5H, m) , 7. 35-7. 45 (3H, m) , 7. 61 (1H, s) , 

7. 71 (1H. d, J=3Hz), 8. 47(1H, s), 8. 53(1H, s), 11. 58 (1H. s) 

mmm 10(5) 

5 - t e r t -7h + ^M-Jl/7^y-3 - 7 x^JVfti" > F— >>!/ 
#15 2) 

: 7 8 . 5 - 8 0 V 
'H-NMR (DMSO-d 6 ) 6 : 1 . 43 (9H, s) , 6. 98 (2H, d, J=8Hz) , 6. 99-7. 07 (1H, m) , 
7. 1 8-7. 21 (3H, m) , 7. 36 (1H, d, J=9Hz) , 7. 66-7. 72 (2H, m) , 9. 14 (1H, brs) , 
11.570H. s) 

mmm 10 (6) 

3- (3-7x-;i/W>h*-JV- 5 — X)V) -2, 4 (1H, 3 H) 
l/'J >^> (fb^5 3) 
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: 2 5 8 - 2 5 8 . 5 °C 
'H-NMR (DMSO-d 6 ) 5 : 7. 05-7. 11 (3H,m) , 7. 19-7. 26 (4H, m), 7. 36 (1H, s), 
7. 45 (1H, I, J=8Hz) , 7. 58 (1H, d, J=9Hz) , 7. 66-7. 71 (1H, m) , 7. 88-7. 97 (2H, m) , 
11.47(lH,brs), 11.89UH. s) 

nmm n (D 

TKHI-fb^" h'J^Al. 5 3 g ^y^fMJ^75 K70ml >Jc7f? 
T5-7'nK>F-Jl/5g, i^ty^x-Jl/yX^^ F6. 12g£j[ja*_ 

^y7AT«Ilgbfco M^^1t->T^*fbL±fB^%^6. 0 6g 
M : 1 2 8 - 1 3 0 "C 

'H-NMR(CDC1 3 ) 6 : 7.03-7. 1 2 (3H, m) , 7. 12-7. 21 (2H, m) , 7. 29-7. 38 (2H, m) , 
7. 50 (1H, d, J=3Hz) , 7. 75 (1H, s) , 8. 44 (1H, brs) 

mmm n c 2 ) - (10) 

mffiMl 1(1) t|W|«{3bT, OT© (ib^5 5) - ab-&#»6 3) £t# 
11 ( 2 ) 

5-^D^-3- (2 -tf'J -f>H-;P (f^U5 5) 

: 

Btjft : 253-255 °C 

'H-NMR (DMS0-d 6 ) 5 : 6. 05 (1H, d, J=8Hz) , 7. 04-7. 09 (1H, m) , 

7. 33 (1H, dd, J=8Hz, J=2Hz) , 7. 50-7. 58 (3H, m) , 7. 87 (1H, s) , 8. 37 (1H, d, J=4Hz) 

mmm 11(3) 
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5-yp^-3- (4-^7UP7x-W) -f>F~;U (M5 6) 
Sb£ : 1 4 6 - 1 4 8 "C 

'H-NMR (CDC1 3 ) 5 : 6. 99 (2H, d, J=9Hz) , 7. 14 (2H, d, J=9Hz) , 7. 32 (1H, d, J=9Hz) , 

7. 36 (1H, dd, J=9Hz, J=2Hz) , 7. 50 (1H, d, J=2Hz) , 7. 71 (1H, s) , 8. 46 (1H, brs) 
mmm 11 ( 4 ) 

5-7*Dt-3- (4-^^7x-JVft) -T>H-;i/ ({^*5 7) 
tttt : 

ISkjA : 126-128'C 

'H-NMR(CDC1 3 ) 6 : 2. 26 (3H, s) , 7. 88(1H, s) , 8. 09 (1H, dd, J=7Hz, J=2Hz) , 

8. 22 (1H, d, J=9Hz) , 8. 51 (1H, d, J=2Hz) ,8.81 (1H, d, J=2Hz) , 10. 06 (1H, s) 

mmwi i (5) 

5-7*Dt-3- (4--hD7l-;W) -f > F— ;i/ (ffc^ 5 8 ) 

: 1 8 4 - 1 8 6 «C 
'H-NMR (DMSO-d 6 ) 5 : 7. 29 (1H, d, J=9Hz) , 7. 41 (1H, d, J=9Hz) , 7. 59 (1H, s) , 
7. 91 (2H, d, J=9Hz) , 7. 96 (1H, s) , 8. 24 (2H, d, J=9Hz) ,11.91 (1H, brs) 

mmmi 1 (6) 

2- (5-7*nK>H-^-3-^fJ^t) ^>^7^-;i/ (f^tl5 9) 

: 222-224t 
'H-NMR (DMSO-d 6 ) 5 : 7. 28 (1H, t, J=8Hz) , 7. 38 (1H, dd, J=9Hz, J=2Hz) , 
7. 42 (1H, t , J=8Hz) , 7. 55 (1H, d, J=9Hz) , 7. 68 (1H, d, J=2Hz) , 7. 83 (2H, d, J=8Hz) , 
8. 12(lH,d, J=3Hz),12.24(lH,brs) 

mmm 1 1 ( 7 ) 

5~ (5-7"PH>hHl'-3-^^t) - 1 -7i^fh7 7*-^ 
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^»6 0) 
m& : 2 0 8 - 2 1 Ot 

'H-NMR(CDC1 3 ) 6 : 7. 33 (1H, dd, J=9Hz, J=2Hz) , 7. 47 (1H, d, J=9Hz) , 
7. 62 (1H, d, J=2Hz) , 7. 63-7. 71 (3H, m) , 7. 71-7. 80 (2H, m) , 7. 85 (1H, s) , 
12. 00OH, brs) 

mmm n (8) 

5 -^>v;i/^^r->- 3 - (4-^^7i-W) -f>H-;> (fl^ 
fe61) 
tett : 

H$ & : 116-1181C 

'H-NMR(CDC1 3 ) <5 : 2. 26 (3H, s) , 5. 03 (2H, s) , 6. 93-7. 02 (5H, m) , 

7. 1 5 (1H, d, J=2Hz) , 7. 28-7. 39 (4H, m) , 7. 39-7. 44 (3H, m) , 8. 31 (1H, brs) 

mmm 1 1 < 9 > 

5 -^>i?m>'- 3-7x-Jl/W>F-^ (ft£&!6 2) 

: 1 3 5 - 1 3 7 *C 
'H-NMR(CDC1 3 ) 5 : 5. 03 (2H, s) , 7. 00 (1H, dd, J=9Hz, J=2Hz) , 7. 02-7. 1 1 (3H, m) , 
7.11-7.19 (3H, m) , 7. 30 (1H, d, J=7Hz) , 7. 33-7. 37 (3H, m) , 7. 37-7. 45 (2H, m) , 
7.46(lH,d, J=2Hz), 8.35 (1H, brs) 

mmrn n < 1 o ) 

3- (4-/fJ|/7i-m) -5- (^a:n;UX^-;i/) -f > K— (flS^ 
#16 3) 

5 -^P^E-T > F-;H g, TO'J^Al. 8g> 3^ft#3 (I) 4 
8 mg : MJ 7x^;!/*X7-r > O . 1 3 g : tfX h U7i^MX7^ >/1 
^y^A^D'JF (PdC 1, (PPh,) ,) O. 1 8g^h+yl^>5m 
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1, 7K5mllliiL«3 0^mj$bfc. ^nn, x^z;i/^>-t?>l. 
3 7ml ^MtSTS^. 80t:ir2 0B#ISJ»#l/fc. KJfcttfcTKSJnAff 

(->U*y;P ; Eix-TJl//iixf;^4/D fc#u 5- (7i- 

£Jl^T»|f!jll (1) £|13«K:bT±fEfl^»£#fc. 

: 1 6 5 - 1 6 8 *C 
■H-NMR(CDC1 3 ) 5 : 2. 26 (3H, s) , 6. 99 (2H, d, J=9Hz) , 7. 03 (2H, d, J=9Hz) , 

7. 28-7. 35 (3H, m) , 7. 35-7. 45 (2H, m) , 7. 45-7. 56 (3H, m) , 7. 85 (1H, s) , 
8.47(lH,brs) 

mmm 12(1) 

5 - -/Ut - 3 - < > F-MJ^r t H (fc^#J6 4) 

y^^*M75 F2 0ml H0rWyift'J>5. 2ml SSTFUfc. 
^n(C5 >K-;H 0 g(Dy^fMM75 0ml SrfiST 

U gfiT?3ll#W«#L&. Rj&Jfc^fcill*., 1 6%ym<t±hUOAl 0 0 

m i &mz.fzm. vfmw&z'&vi.mit'&y}* 1 o. 2 6 g&&. 

: 2 0 7-2 lOt 
'H-NMR (DMS0-d 6 ) <5 : 7. 40 (1H, d, J=8Hz), 7. 50 (1H, d, J=8Hz) , 8. 23 (1H, s) , 

8. 36 (1H, s),9.93(lH, s) 

mmm 12 < 2 > - c 5 ) 

*»J12 (1) £|WU§fcbT, (fM6 5) - «fc-&<»6 8) 

7c. 

HJS^J 12 ( 2 ) 

3 --f > K-^jtJ^/^rfc H (f fc-&#7 6 5) 
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m&: 1 8 4 - 1 8 6 r 

'H-NMR (CDC1 3 ) 6 : 7. 1 6 (1H, t, J=8Hz) , 7. 45 (1H, d, J=8Hz) , 7. 51 (1H, d, J=8Hz) , 
8. 1 1 (1H, d, J=4Hz) , 9. 00 (1H, brs) , 10. 94 (1H, s) 

mmm 12 ( 3 > 

3 — f>H-;W;W^fk F <{k^6 6) 
tttt : ffi&m* 
MA : 2 1 0 - 2 1 2 *£ 

'H-NMR (DMS0-d 6 ) <5 : 7. 37 (1H, dd, J=8Hz, 2Hz) , 7. 72 (1H, d, J=2Hz) , 
8. 03 (1H, d, J=8Hz) , 8. 33 (1H, s) , 9. 94 (1H, s) , 12. 22 (1H, brs) 

mmmi 2 (4) 

5 hn- 3 ->r >H-;p*;pn;Uxt F <-fb^»6 7) 

jgt& : > 2 8 5 °C 

'H-NMR (DMSO-d 6 ) 5 : 7.73(lH,d, J=9Hz),8. 17(1H. d, J=9Hz), 8. 59(1H, s), 
8.95(lH,s),10.03(lH, s) 

mmm 12(5) 

2-yx.=.)i-3 — r>K-;u#;w\*;i^fc H ab-&«6 8) 

Si! * : 2 6 2 - 2 6 3 "C 

'H-NMR (DMS0-d 6 ) 5 : 7. 20-7. 34 (2H, m) , 7. 48-7. 55 (1H, m) , 7. 55-7. 69 (3H, m) , 
7.71-7.81 (2H,m),8. 16-8. 27 (1H, m) , 9. 97 (1H, s) 

mmm n <d 

5 - yo ; E-3-^>5'7MP7 0 nt:^JK>F-^ 0ffc£-#>6 9) 

^>&7)V*u7utt>m%kfcMl. 5ml$fh7tFn77>5mU: 
i§fl¥U 0tT5 -7'n^>F- ;H gco^-h^k FD77>g»l Oml S 



47 



WO 01/32621 



PCT/JP00/07590 



2 2 6- 2 2 91: 
■H-NMR(CDC1 3 ) 5 : 7. 36 (1H, d, J=8Hz) , 7. 49 (1H, dd, J=8Hz, J=2Hz) , 
8. 12 (1H, d, J=4Hz), 8. 61 (1H, d, J=2Hz) , 8. 98(1H, brs) 

mrnmi 3 (2) 
»m 3 (1) tmmzisT* oto (^«7o) ^f#fe 0 

5 -^Pt- 3 - h'J 7MD7WJK>H-^ 0ft^7 0) 
tttt : 

SI* : 2 5 8 - 2 6 0 *C 

'H-NMR(CDC1 3 ) 6 : 7. 36 (1H, d, J=9Hz) , 7. 49 (1H, dd, J=9Hz, J=2Hz) , 8. 06 (1H, s) , 
8.59(lH,s),8.85(lH,brs) 

mmm 1 4 

1- (5-^0^-3- -r>Hu;w -2- (4-^^-1 -tr^7^—;w 
x^>>?^-> at&m7 1) 

WJ^n'JKO. 7ml§rh7hFD77>5mll:M, MT5 
-^n^>K-JH g©f h7tHO77>10ml ii^lTbfco ^i&T 
1 PSIWft#Lfc« l-t^JWUVyi. 7ml £2in7l£ £tC^MT 1 

7h (yij*^ ; 7DD*M/^7;-JN 1 0/1) £#L_hfEft£-#j£ 
1. 12 gftfeo 

WU& : 195-197 °C 
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'H-NMR(CDC1 3 ) <5 : 2. 33 (3H, s) , 2. 36-2. 42 (2H, m) , 2. 42-2. 59 (2H, m) , 

3. 40-3. 60 (2H, m) , 3. 60-3. 83 (2H, m) , 7. 1 8 (1H, d, J=9Hz) , 7. 35 (1H, d, J=9Hz) , 

7.7K1H, s) , 8. 46 (1H, s) , 10. 12(lH,brs) 

mmm 1 5 

5- (3-tFn^-3-^-i-^») -3 — r >F-;kft;w\*;u 

*r\i H Uk&mi 2) 

5-^D ; E-3--r>H-;^;Wt;|/^h:H0. 5g, »U^0. 78 
g, atffblH (I) 19mg, hU7x-MX7^>4 8mg, 10%A7V 
^Aj^4 8mgS^ h^yX3?>4m l , 7K4m l tlilbiiBt3 Ottm 

jft#L&. ^titc> 2 -*?\>p- 3 2 -^--;po. 4 6 g ^JD 

7L 8 OtTl BM^L^Co S«£;53&U 3fi££«Lfc 0 
DTh (y'J*WP;^Dn*W^^;-JN2 0/l) £ttL±IE-ffc 
1 4 3mg#fc. 

1 7 6 - 1 7 8 r 
'H-NMR (DMS0-d 6 ) 5 : 1 . 48 (6H, s) , 5. 41 (1H, brs) , 7. 25 (1H, d, J=9Hz) , 
7. 49 (1H, d, J=9Hz) , 8. 1 2 (1H, s) , 8. 33 (1H, s) , 9. 94 (1H, s) 

mmm h d) 

3 - (4-^DD7irKM-;W - 2 > F-;P 

«fc-&#3 7 3 ) 

5-7*nt-3- ,(4-^DD7i-;W) - 2 - ^)V^ > F~ 3 5 3 
mg^DD^>5m 1 KfcWSUfc. m-^PPiii^m#j^4 3 5mg&J)0 

x.ttST 2 a fmwhfro ELmmz 1 h u v&mw 5 0 m 1 

bfc. fllttWCIlLfc. M£#^A^D^h (y'J^^OD 
^;i/A/flX^=5 0/l) fettle ^\^1f>^tJPATJiilLT. _tf3it 
^#>£ 1 2 Omgtfc. 
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m jtk : 258-258. 5°C 

'H-NMR (DMS0-d 6 ) 5 : 2. 66 (3H, s) , 7. 34 (1H, dd, J=2Hz, J=9Hz) , 7. 39 (1H, d, J=9H 
z) , 7. 65 (2H, d, J=9Hz) , 7. 93 (2H, d, J=9Hz) , 7. 94 (1H, d, J=2Hz) , 12. 45 (1H, brs) 
mMM 16 ( 2 ) - (39) 

mmm i6 m ^tn^ux, ot© at^7 4) - at^mi 1 3) & 

16 ( 2 ) 

5 -ypt- 2 3 - (4-*3 L )\s7x.~ )V7*)V-fc~)V) ^>^—)V 

7 4 ) 

tew. : 

SB * : 2 7 6 . 5 - 2 7 7 *C 

'H-NMR (DMS0-d 6 ) 5 : 2. 34 (3H, s) , 2. 66 (3H, s) , 

7. 32 (1H, dd, J=2Hz, J=9Hz) , 7. 37 (1H, d, J=9Hz) , 7. 38 (2H, d, J=8Hz) , 

7. 80 (2H. d, J=8Hz) , 7. 92 (1H, s) , 1 2. 34 (1H, brs) 

nmm 1 6 < 3 ) 

5-ypt-3 - (3-^ h^->7x^x;^-ji/) - 2 -j*5 1 ;m'>k— ;w 
Offr&<» 7 5 ) 

S4 * : 1 8 7- 1 8 8TC 

'H-NMR (DMS0-d 6 ) 6 : 2. 66 (3H, s) , 3. 81 (3H, s) , 7. 1 8(1H, d, J=8Hz) , 

7. 29-7. 40 (3H, m) , 7. 42-7. 52 (2H, m) , 7. 94 (1H, d, J=2Hz) ,12.39 (1H, brs) 

nmmi 6 (4) 

3- (^>^;i/x;i/*-;i/) -5-yDt-2-^f;K>F-^ 

4» 7 6) 
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St£ : 1 8 7 . 5 - 1 8 8 *C 

'H-NMR(DMSO-dg) 5 : 2. 09 (3H, s) , 4. 49 (2H, s) , 7. 02 (2H, d, J=8Hz) , 
7. 23 (2H, t, J=7Hz) , 7. 28 (2H, dd, J=2Hz, J=9Hz) , 7. 36 (1H, d, J=9Hz) , 
7. 65 (1H, d, J=2Hz), 12. 18(lH,brs) 

mmm 1 6 c 5 ) 

2 - t e r t 5 -y*U^- 3 - (7i-J^M^) -f > 

(fl^ti 7 7 ) 

M,: 6 4-6 4. 5t 

'H-NMR(CDC1 3 ) (5 : 1 . 61 (9H, s) , 7. 25 (1H, d, J=8Hz) , 7. 33 (1H, dd, J=2Hz, J=8Hz) , 
7. 42-7. 56 (3H, m) , 7. 89 (2H, dd, J=2Hz, J=8Hz) ,8.31 (1H, d, J=2Hz) , 1 0. 87 (1H, brs) 

mmm h (6) 

3- (4-^nD7x-^xM-;i/) -2, 5-^^^;^>F-;i/ 

7 8) 

101-103*0 

'H-NMR(CDC1 3 ) 6 : 2. 47 (3H, s) , 2. 73 (3H, s) , 7. 06 (1H, dd, J=2Hz, J=8Hz) , 
7. 20 (1H, d, J=8Hz) . 7. 42 (2H, dd , J=2Hz, J=8Hz) , 7. 80 (1H, s) , 
7. 92 (2H, dd, J=2Hz, J=8Hz) , 8. 44 (1H, brs) 

mmm 1 6 c 7 ) 

X.X^)l (ft&tfo7 9) 
tttt : 

SI* : 1 1 1 - 1 1 2 V, 

'H-NMR (DMSO-d G ) 6 : 1 . 24 (3H, t, J=7Hz) , 2. 59 (3H, s) , 3. 68 (2H, s) , 
4. 1 2 (2H, q, J=7Hz) , 7. 03 (2H, t , J=8Hz) , 7. 35-7. 47 (3H, m) , 7. 87 (1H, s) , 
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7.91 (2H,d, J=8Hz),8. 89 (1H, brs) 

mnm 1 e ( 8 ) 

2 -*?-)v- 3 y K-;i/- 5 -jjj^>ixfjpx^f 

)V (it&M 8 0 ) 

M: 1 9 7. 5 - 1 9 8 °C 

'H-N'MR(DMS0-d 6 ) 5 : 1 . 35 (3H, t, J=7Hz) , 2. 69 (3H, s) , 4. 34 (2H, q, J=7Hz) , 
7. 49 (1H, d, J=9Hz) , 7. 55-7. 65 (3H, m) , 7. 81 (1H, dd, J=2Hz, J=9Hz) , 
7. 89 (2H, dd, J=2Hz. J=9Hz) , 8. 51 (1H, s) 

mmm 1 6 < 9 > 

5 - ^nt - 2 - ^f jl/- 3 - 7xXMMxjh > H-Jl/ 8 l) 

m& : 205-205. 5 "C 

'H-NMR (DMSO-d 6 ) 5 : 2. 67 (3H, s) , 7. 33 (1H, dd, J=2Hz, J=9Hz) , 
7. 38 (1H, d, J=8Hz) , 7. 59 (1H, d, J=8Hz) , 7. 63 (2H, dd, J=2Hz, J=8Hz) , 
7.91-7.95(3H,m), 12. 39 (1H, brs) 

mmm h ( i o ) 

5 -^u=e- 3 - (4 -^□p7x^;1/x;i^t}n-;p) - 2 -x^H" > k— ;i> 

«k&W 8 2 ) 

« : mt&m* 

: 204-204. 5 *C 
'H-NMR(CDCl 3 + DMSO-d 6 ) <5 : 1. 31 (3H, t, J=8Hz) , 3. 13 (2H, q, J=8Hz) , 
7. 24 (1H, t , J=8Hz) , 7. 28 (1H, t, J=8Hz) , 7. 42 (2H, dd, J=2Hz, J=9Hz) , 
7. 87 (2H, dd, J=2Hz, J=9Hz) ,8.14 (1H, d, J=2Hz) , 1 1 . 33 (1H, brs) 

mmm 1 6 (id 

5 - yyy - 2 3 - 7xxjum-;k > H-^ ({k&Va8 3) 
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: 

m& : i i 9 - i 2 o r; 

'H-NMR (DMS0-d 6 ) 5 : 2. 70 (3H, s) , 7. 52-7. 65 (5H, m) , 7. 99 (2H, dd, J=2Hz, J=8Hz) , 
8. 23 (1H, s) 

16 (12) 

5-7*Dt-2, 7 - y^^Jl/ - 3 - 7 1 " J^J^ > H-Jl/ 

#18 4) 

'H-NMR (CDC1 3 ) 6 : 2.41 (3H,s), 2.74 (3H,s), 7.13 OH,d,J=2Hz), 

7. 42-7. 53 (3H, m) , 7. 95 (2H, dd, J=2Hz, J=7Hz) , 8. 03 (1H, s) , 8. 47 (1H, s) 

mmm 1 6 (13) 

(5-7*nt-3- (4-7DD7x-MJ^JW ^>Y~)V~2 — 

'H-NMR(CDC1 3 ) (5 : 1. 23 (3H, t, J=8Hz) , 2. 59 (3H, s) , 4. 1 1 (2H, q, J=8Hz) , 

6. 98-7. 07 (2H, m) , 7. 35-7. 48 (3H, m) , 7. 87 (1H, s) , 7. 92 (2H, d, J=8Hz) , 

8. 89 (1H, brs) 

mmi 6 d4) 

^#18 6) 
tttt : M&B^ 
MM. : 2 4 1 - 2 4 2t 

'H-NMR (DMS0-d 6 ) 5 : 2. 71 (3H, s) , 7. 51 (1H, d, J=9Hz) , 7. 55-7. 68 (4H, m) , 

7. 92 (2H, dd, J=2Hz, J=7Hz) , 8. 1 4 (1H, s) 
fSMM 16 (15) 

5-7tt)V-2-* i ?-)V-3-7x.—)WVft~)M>\ : —)\' 8 7) 
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m & : 2 3 1 . 5 - 2 3 3. 5 °C 

'H-NMR(CDC1 3 ) 6 : 2. 67 (3H, s) , 2. 71 (3H, s) , 7. 29 (1H, dd, J=2Hz, J=8Hz) , 
7. 36-7. 52 (4H, m) , 7. 83 (1H, d, J=8Hz) , 7. 95 (2H, d, J=7Hz) , 8. 62 (1H, s) 

mmm u c 1 6 ) 

( 2 - ^^P- 3 - 7x-JVXJl/*-JH > F-JI/- 5— r;U) M^>^;i/X 
Xf^ (-fb^8 8) 

'H-NMR(CDC1 3 ) <5 : 2. 67 (3H, s) , 3. 79 (2H, s) , 5. 15 (2H, s) , 7. 05-7. 1 5 (2H, m) , 
7. 32-7. 50 (8H, m) , 7. 94 (2H, s) , 7. 96 (1H, s) , 8. 59 (1H, brs) 

mmm 1 6 (17) 

2-^^-3-7x"JV7M-^-5- (7xZMM-JM^W ^> 

(te-erM 9) 

tttt : 

M : 2 6 0 - 2 6 1 *C 

'H-NMR (DMS0-d 6 ) 5 : 2. 62 (3H, s) , 4. 78 (2H, s) , 7. 00 (1H, d, J=8. 5Hz) , 

7. 28 (1H, d, J=8. 5Hz) , 7. 50-7. 80 (9H, m) , 7. 82 (2H, d, J=8. 0Hz) , 12. 20 (1H, brs) 

mmm 1 6 ( 1 8 ) 

5 -y7;^fJP- 2 3-7i"MM-JK > ;P 

i90) 

tttt : i&3Sfe@# 

fit* : 204-204. 5 °C 

'H-NMR (DMSO-d 6 ) (5 : 2. 67 (3H, s),4. 12(2H, s),7. 15(1H, dd, J=2Hz, J=8. 5Hz), 
7. 46 (1H, d, J=8. 5Hz) , 7. 52-7. 65 (3H, m) , 7. 86 (1H, s) , 
7. 92 (2H, dd, J=2Hz, J=8. 5Hz), 12. 20(1H, brs) 
^MM 16 (19) 
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2 -*?-)V- 3-7xZJVXM-JH>H-Jl/- 5 -^M>t^>yJHX 
XJI/ ttt^ 9 1 ) 

Bfcjft : 1 9 5 . 5 - 1 9 6 °C 

'H-NMR (DMS0-d 6 ) 5 : 2. 70 (3H, s) , 5. 39 (2H, s) , 7. 36-7. 39 (1H, m) , 
7. 44 (2H, t , J=8Hz) , 7. 49-7. 55 (3H, m) , 7. 57-7. 63 (3H, m) , 
7. 84(1H, dd, J=lHz, J=8Hz) , 7. 90(2H, d, J=8Hz) , 8. 54 (1H, s) 
16 (20) 

5 -^>-J)V7,)V*=-)\>^)V- 3-7x^X;^-M > H~ 

)V Ut&M 9 2 ) 

M: 2 0 2-2 0 31; 

'H-NMR (CDC 1 3 ) 6 : 2. 69 (3H, s) , 4. 06 (2H, s) , 4. 21 (2H, s) , 7. 21-7. 31 (1H, m) , 
7. 34-7. 46 (9H, m) , 7. 93 (2H, dd, J=2Hz, J=8Hz) , 7. 98 (1H, s) , 10. 63 (1H, brs) 

mmm 1 6 (21) 

2 - (2 -*^)V- 3-7x-jl/XJV^JK > 5 — ( ;M^7JP* 

: 1 0 8 - 1 0 9 V 
'H-NMR (CDC1,) <5 : 2. 64 (3H, s) , 4. 06 (3H, s) , 4. 85 (2H, s) , 7. 09 (1H, d, J=8Hz) , 
7. 1 1 (1H, d, J=8Hz) , 7. 36 (1H, d, J=8Hz) , 7. 41-7. 48 (3H, m) , 7. 56 (1H, d, J=8Hz) , 
7. 60 (1H, d, J=8Hz) , 7. 69 (1H, d, J=8Hz) , 7. 90 (3H, d, J=8Hz) , 8. 77 (1H, brs) 

mmm 1 6 (22) 

5 - t e r t -7b*i'%)Vtf—)\'7$S-2-* ! ?)V-3- (2-lf UvW* 

)v&—)V) -r>F-;i/ (^#194) 



55 



WO 01/32621 



PCT/JP00/07590 



: 1 5 5 - 1 5 7 °C 
'H-NMR (DMS0-d 6 ) 6 : 1 . 47 (9H, s) , 2. 66 (3H, s) , 7. 24(2H, d, J=9Hz) , 
7. 59 (1H, dd, J=4Hz, J=8Hz) , 7. 96 (1H, s) , 8. 08-8. 1 1 (2H, m) , 8. 62 (1H, d, J=4Hz) , 
9. 17(lH,brs), 12. 06 (1H, brs) 

16 (23) 

3- (2 - ^f Jl/ - 3 - 7xZMM-M > F-^~ 5 — -2, 4 

(ih, 3H) -*r^sv>z?*> 0fb-er#>9 5) 

296-299t 

'H-NMR (DMS0-d 6 ) 5 : 2. 73 (3H, s) , 7. 1 1 (1H, d, J=8Hz) , 7. 23-7. 27 (2H, m) , 
7. 47 (1H, d, J=8Hz) , 7. 55 (2H, d, J=8Hz) , 7. 60-7. 63 (1H, m) , 7. 72 (1H, t, J=8Hz) , 
7. 76 (1H, s) , 7. 86-7. 97 (3H, m) , 1 1. 52 (1H, s) , 12. 33 (1H, s) 

mmmi 6(24) 

5 - 7^)V7 57-3- 7xr;PX;i/*rM > K— ;p ttb-£#J 9 6 ) 
M : 1 1 9 - 1 2 0 r 

'H-NMR (DMS0-d 6 ) 6 : 2. 04(3H, s) , 7. 40 (1H, d, J=9Hz) , 

7. 48 (1H, dd, J=2Hz, J=9Hz) , 7. 55-7. 60 (3H, m) , 7. 93 (2H, dd, J=2Hz, J=8Hz) , 

8. 08 (1H, d, J=2Hz) , 8. 1 2 (1H, s) , 9. 94 (1H, s) , 1 1 . 80 (1H, brs) 

mmm 1 6 (25) 

5 -^> 1 /'f Jl/75 / - 3 - 7x^7M^)K > H-JP Mfr&ft 9 7) 
tttt : 

89-9 It 

'H-NMR (DMS0-d 6 ) 6 : 7. 46 (1H, d, J=9Hz) , 7. 52-7. 59 (6H, m) , 7. 70 (1H, d, J=9Hz), 
7. 96-8. 00 (4H, m),8. 15 (1H, s) , 8. 28 (1H, s) , 10. 29 (1H, s), 12. 25(lH,s) 
*tfj 16 (26) 
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N- (3-7x-JWJl/*-K>H-^- 5 — r;W -N* -7xnj^U7 
(fc^tfcl9 8) 
: 

Rt& : 242-243 °C 

'H-NMR (DMS0-d 6 ) 5 : 6.96 0H, t, J=8Hz) , 7. 26-7. 31 (3H, m) , 7. 40 (1H, d, J=9Hz), 
7. 46 (2H, d, J=8Hz) , 7. 56-7. 60 (3H, m) , 7. 94 (3H, d, J=6Hz) , 8. 1 1 (1H, d, J=3Hz) , 
8.56C1H, s),8.70(1H,s),12.17(1H,s) 

mmm 1 6 (27) 

3 -7^=- 5 - (4 - h;ux>x;u^— 5 y ) -f>F— ;w 

Offc&fc 9 9 ) 
jgjft : 2 1 0 - 2 1 2 "C 

'H-NMR (DMSO-d 6 ) 5 : 2. 30 (3H, s) , 6. 99 (1H. dd. J=2Hz, J-9Hz) , 

7. 27 (2H, d, J=9Hz) , 7. 34 (1H, d, J=9Hz) , 7. 52-7. 63 (5H, m) , 7. 64 (1H, t , J=8Hz) , 

7. 86 (2H, d, J=8Hz) , 8. 12 (1H, s) , 10. 06 (1H, brs) ,12.21 (1H, brs) 

mnm 1 6 (28) 

5 - t e r t -Zfh*i/Zl)l7$~)l<T^;-3 -7x^XM^JK>h-^ 

<Ak&® ioo) 

: 2 2 2. 5-2 2 3t 
'H-NMR (DMSO-d 6 ) d : 1 . 49 (9H, s) , 7. 35 (2H, d, J=9Hz) , 7. 54-7. 59 (3H, m) , 
7. 89-7. 96 (3H, m) , 8. 08 (1H, d, J=4Hz) , 9. 28 (1H, brs) , 1 2. 1 3 (1H, brs) 

mmm 1 6 (29) 

5-^D ; E-3-^^>x;p*-;i/-2-^^;i/-r>H-;i/ UbtrWi 0 1) 

j§t& : 211-213t 
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'H-NMR (DMSO-dg) 5 : 2. 61 (3H, s) , 3. 13 (3H, s) , 7. 32 (1H, dd, J=2Hz, J=8Hz), 
7. 39 (1H, d, J=8Hz) , 7. 89 (1H, d, J=2Hz) ,12.29 (1H, brs) 

mmm ie (30) 

3- (3-7I-KM- )v- 5— r;w -2, 4 (ih, 3h) 
-^yu>^> (it&mi 0 2) 

Bt& : 2 1 7 - 2 1 8 °C 

■H-NMR (DMSO-d 6 ) (5 : 7. 17(1H, d, J=9Hz), 7. 23(2H, t, J=9Hz), 7. 53-7. 60(4H,m), 

7. 70 (1H, t, J=8Hz) , 7. 94 (1H, s) , 7. 95 (1H, d, J=8Hz) , 7. 99 (2H, d, J=8Hz) , 

8. 29C1H, s), 11. 54 (1H, brs), 12.44 (1H, brs) 

mmm 1 6 (3D 

MA: 1 6 4 - 1 6 6 r 

'H-NMR (CDC 1 3 ) 6 : 2. 49 (3H, s) , 2. 76 (3H, s) , 7. 07 (1H, d, J=8Hz) , 

7. 2 1 (1H, d, J=8Hz) , 7. 30-7. 54 (3H, m) , 7. 87 (1H, s) , 8. 01 (2H, dd, J=2Hz, J=8Hz) , 

8. 42 (1H, brs) 
mteMl'6 (3 2) 

5 -?U=E- Z - 7 aL-)V7,)VK-)V( > F-)V 1 0 4) 

Rt& : 1 7 9 - 1 8 2 ^ 

'H-NMR (CDC 1 3 ) 5 : 7. 24-7. 42 (2H, m) , 7. 42-7. 60(3H, m) , 7. 84-7. 91 (lH,m), 
7.96-8. 10 (3H, m),9. 15(1H, brs) 
16 (33) 

5 - 7*Pt- 3 -7i-^7^7^ ^JH > F-^ (-ffr&ttl 0 5) 
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St* : 117-119*0 

'H-NMR (CDC1 3 ) <5 : 7. 1 3 (1H, d, J=9Hz) , 7. 23 (1H, dd, J=9Hz, 2Hz) , 
7. 46-7. 60 (5H, m) , 7. 68 (2H, dd, J=8Hz, J=2Hz) , 9. 87 (1H, brs) 

mmm 1 6 (34) 

3- (4-*3 L )vy3.~)V7,)V*-)V) - 5- -r>K— ;i/ 

(fc^ 10 6) 
Bb£ : 1 8 2 - 1 8 5 °C 

'H-NMR(CDC1 3 ) 5 : 2. 37 (3H, s) , 7. 25-7. 30 (2H, m) , 7. 30-7. 40 (4H, m) , 
7. 43 (1H, d, J=5Hz) , 7. 56 (2H, dd, J=7Hz, J=2Hz) , 7. 88 (1H, d, J=3Hz) , 
7. 92 (2H, d, J=8Hz) , 8. 1 2 (1H, s) , 9. 04 (1H, brs) 

mmm h (35) 

il07) 

tt« : mm** 

m&: 1 3 2 - 1 3 5 "C 

'H-NMRCCDCl,) 6 : 2. 35 (3H, s) , 5. 1 1 (2H, s) , 6. 97 (1H, dd, J=8Hz, J=2Hz) , 
7. 20 (2H, d, J=3Hz) , 7. 27 (1H, d, J=9Hz) , 7. 33-7. 38 (1H, m) , 7. 38-7. 44 (3H, m) , 
7. 46 (2H, d, J=8Hz) , 7. 78 (1H, d, J=3Hz) , 7. 81 (2H, d, J=8Hz) , 8. 85 (1H, brs) 

mmm 1 6 (36) 

5 - ^>^M^i/- 3 - 7xn;Uj|/^M > H-jl/ (it&Vll 0 8) 
St& : 1 4 1 - 1 4 3 "C 

'H-NMRCCDCl,) 6 : 5. 12 (2H, s) , 6. 98-7. 02 (1H, m) , 7. 22-7. 32 (2H, m) , 
7. 32-7. 51 (8H, m) , 7. 80 (1H, d, J=3Hz) , 7. 90-7. 96 (2H, m) , 8. 89 (1H, brs) 

mmm 1 6 (37) 
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10 9) 
m & : 1 6 8 - 1 7 0 *C 

'H-NMR (CDC1 3 ) 5 : 2. 62 (3H, s) , 5. 36 (2H, s) , 6. 99 (1H, d, J=9Hz) , 

7. 20-7. 25 (1H, m) , 7. 30-7. 39 (3H, m) , 7. 43 (2H, d, J=7Hz) , 7. 50-7. 60 (3H, m) , 

8. 00-8. 07 (2H, m),8. 57(lH,brs) 

mmm 1 6 (38) 

5 -^>VW 2 3 -7i^j^j^-M > ;i/ at-& 

111 10) i5-^>y^;i/-2-p<^;i/-3-7ai-;i/x;i/^^-;i/-i'>H 
ill) 

1 6 (1) «hR«©^teTSlK$*fc. MJfc^£3%EM^bU^AMc5 

l l o 

BiS: 2 11. 5 - 2 1 2 r 

'H-NMR (DMS0-d 6 ) «5 : 2. 73 (3H, s) , 7. 55 (1H, d, J=9Hz) , 7. 58-7. 75 (9H, m) , 
7. 87 (2H, d, J=8Hz) , 8. 23 (1H, s) , 1 2. 60 (1H, brs) 

it^mi 1 1 

m & : 1 5 7 . 5 - 1 5 8 V 

'H-NMR (DMS0-d 6 ) <5 : 2. 73 (3H, s) , 7. 42 (2H, d, J=9Hz) , 7. 46-7. 65 (10H, m) , 
7.66(lH,d, J=8Hz), 1 2. 30 (1H, brs) 
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mmm h (39) 

5 -y'ut- 3- (4-t Kn^>7x-ji/x;i/*-;i/) -2 -^^;^>H— 

;K> -2-p<^;K>h'-;p «fc£r#n 1 3) 

5 -^Dt- 2 -p<^;i/- 3 - (4-hKo+y7x-;>^) -f>F— 
fflViT*K«16 (1) £Ei*©;£8rC£j&3li:fc. KJfctt* 3 %ffi«ffl6?- HJ 

1 1 2 

tt^ : 

m& : 2 3 8. 5-239. 5 T; 

'H-NMR (DMS0-d 6 ) d : 2. 64 (3H, s) , 6. 89 (2H, d, J=8Hz) , 7. 31 (1H, d, J=8Hz) , 
7. 36 (1H, d, J=8Hz) , 7. 74 (2H, d, J=8Hz) , 7. 93 (1H, s) , 10. 44 (1H, s) , 
12. 27 (1H, s) 

it^m 1 1 3 

MA : 117. 5-118. 5°C 

'H-NMR (DMS0-d 6 ) 5 : 2. 63 (3H, s) , 6. 90 (2H, dd, J=2Hz, J=9Hz) , 
7. 20 (1H, dd, J=2Hz, J=9Hz) , 7. 27 (1H, d, J=2Hz) , 7. 33 (1H, d, J=9Hz) , 
7. 41 (2H, d, J=9Hz) , 9. 96 (1H, s) , 1 1 . 99 (1H, s) 

mmm 17(1) 

2 6 -~ hP - 3 >H-;i/ Ofb^l 1 4) 

£ 2 4 - - hP - 3 - 7x^JPXJ^-JH > (-fb^ 

#J1 1 5) 

3 ho7-U >t. 1 -7i-jW- 2 -yp/NV >£/BV*T^«J3 
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( i ) mk<D^mvn^Bm<D2-^jv- 4 -n ho-3-7i-;^>f > 

H-J^ 2 - ^ ?JV- 6 - - h n - 3 - 7 xZJ^t-f > H-JKZ) 1 : im&® 
E©S£*£fflVvr£ffim 6 (1) £ITO©#fcT±IB{t'&'ftJB£to 
£#fc„ SS^7A^ovh (y'J^J^JP ; ^PO*M/fIX^= 1 0 
/l) IcttLfc. ^fc»ffi"r*0*«6 -n ha#T»t^e.4-— bnf*:j&«»tH 

ft-S-t/ 1 i 5 

I^: 2 0 7. 5-2 0 91; 

'H-NMR(CDCl 3 + DMS0-d 6 ) 6 : 2. 75 (3H, s) , 7. 44-7. 55 (3H, s) , 

7. 94 (2H, dd, J=2Hz, J=7Hz) , 8. 08 (1H, d t, J=2Hz, J=8Hz) , 

8. 10 (1H, dd, J=2Hz, J=8Hz) , 8. 26 (1H, d, J=2Hz) , 12. 02 (1H, brs) 

\\&m ii6 
&vt : n&m* 

MM. : 2 3 9-2 4 0t 

'H-NMR(CDCl 3 + DMSO-d 6 ) 6 : 2. 87 (3H, s) , 7. 22 (1H, t, 8Hz) , 7. 48-7. 57 (4H, m) , 
7. 59 (1H, dd, J=lHz, J=9Hz), 7. 95 (1H, dd, J=lHz, J=9Hz), 12. 08 (1H, brs) 

mmm 17 < 2 > - c 3 > 

H«J1 7(1) £|w|*£f:rbT> OTCD 1 6) - (f 1 1 8) 

1 7 ( 2 ) 

t-;u ortfrtt ii6) 

It& : 2 0 1 -2 0 2t 

'H-NMR(CDCL) <5 : 1 . 40 (3H, t, J-7Hz) , 2. 78 (3H, s) , 4. 39 (2H, q, J=7Hz) , 
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7. 42-7. 53 (3H, m) 7. 92 (1H, dd, J=2Hz, J=8Hz) ,7.97 (2H, dd, J=2Hz, J=8Hz) , 

8. 06 (1H, d, J=2Hz) , 8. 08 (1H, d, J=8Hz) , 8. 97 (1H, brs) 

y-)v (it^m 117) 

Bfe^C : 1 3 4. 5-136. 5°C 

'H-NMR(CDC1 3 ) 6 : 1. 26 (3H, t, J=7Hz) , 2. 56 (3H, s) , 4. 29 (2H, q, J=7Hz) , 
7. 17 (1H, t, J=8Hz) , 7. 31 (1H, dd, J=lHz, J=8Hz) , 7. 35 (1H, dd, J=lHz, J=8Hz) , 
7. 41-7. 51 (3H, m) , 7. 92 (1H, d, J=2Hz) , 7. 93 (1H, d, J=8Hz) , 9. 45 (1H, brs) 

mmm \i c 3 > 
(fb-&#3 118) 

'H-NMR(CDC1 3 ) d : 2. 69 (3H, s), 3. 67(5H, brs) , 7. 12 (1H, d, J=8Hz), 
7. 1 5 (1H, s) , 7. 40-7. 5 1 (3H, m) , 7. 96 (3H, d, J=6Hz) , 8. 78 (1H, brs) 

nmm is (d 

5-^n^E-i- (4-^nn^>^)W -3- (4-^ud7i-)^M 

-2-^^;u-r>K-;p 1 9) 

5-7*0^-3- (4-7DD7x-Mj^-;W - 2 - pWM' > K~ ^ 
1 0 Omg^Tki^TtC, Tkmitj-hWA (60%) 1 6ragOfb7kh*D7 
7>ii5mll;'>l^ML 2 O^Lm 4-7nn^>7^f^7 
P'J H7 5mgi4-y^^7$y tf U >?> 5mg ^D^T^IMT 9 0#f!# 
bTco ^ISiffTdSilfc. nffizzanM&s Om 1 SriDX-T, 1XR 
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: m&m^ 

: 162-163. 5°C 
'H-NMR(CDC1 3 ) 6 : 2. 72 (3H, s) , 6. 80 (1H, d, J=9Hz) , 7. 25 (1H, dd, J=2Hz, J=9Hz) , 
7. 49 (4H, dd, J=3Hz, J=9Hz) , 7. 65 (2H, d, J=9Hz) , 7. 93 (2H, d, J=9Hz) , 
8.31 (lH,d, J=2Hz) 
mm 18 ( 2 ) - (53) 

mmmi 8 <d tmmizvx, &tfo at&mi 20 - <{t^»i 7 d 

§HJ60iJ 18 ( 2 ) 

5-^Dt-l- (4-^OD^>^JW -2-^)1-3 - 
^-)V7,)V^~)V) <i >F-;i/ Offr&tU 2 0) 

Bk& : 180. 5-181. 5°C 

'H-NMR(CDC1 3 ) 6 : 2. 41 (3H, s) , 2. 72 (3H, s) , 6. 80 (1H. d, J=9Hz) , 
7. 24 (1H, dd, J=2Hz, J=9Hz) , 7. 32 (2H, d, J=9Hz) , 7. 50 (2H, d, J=9Hz) , 
7. 64 (2H, d, J=9Hz) , 7. 88 (2H, d, J=9Hz) , 8. 33 (1H, d, J=2Hz) 

3- {^>V)l7,)V*-)l) - 5 -^Dt- 1 - (4-^UD^>^;W -2 

(tt&mi 2 1) 

TO : Mfilft* 

: 1 4 1 - 1 4 1 . 5 "C 
'H-NMR(CDC1 3 ) 6 : 2. 02 (3H, s) , 4. 39(2H, s) , 6. 89 (1H, d, J=9Hz) , 
7. 06 (2H, d, J=7Hz) , 7. 21-7. 35 (4H, m) , 7. 49 (2H, d, J=9Hz) , 7. 56 (2H, d, J=9Hz) , 
8.08OH, s) 

mmmi 8 (4) 

5-^nt-i- (4-^nD^>y , -f;W -3- (3 h*->y 
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-2-^^;i/-r>F-;u (^«12 2) 

: 

U^: 2 15. 5 - 2 1 6 °C 

'H-NMR(CDC1,) (5 : 2. 73 (3H, s) , 3. 85 (3H, s), 6. 80C1H, d, J=9Hz), 
7.09C1H, dd, J=2Hz, J=8Hz), 7. 24 (1H, dd, l=2Hz, J=8Hz), 
7. 42 (1H, dd, J=2Hz, J=8Hz) , 7. 47-7. 58 (4H, m) , 7. 65 (2H, d, J=8Hz) , 
8.34(lH,d, J=2Hz) 
18 ( 5 ) 

{l - (4-^DD^>\Af;i/) -2-^-3-7x- ;^>H 
-;i/-5--r;W ftii^JUXfJi' Mfr&Wi 2 3) 

5 4- 5 4. 5r 
■H-NMR(CDC1 3 ) a : 1.26 (3H, t,J=7Hz), 2.74 (3H,s), 3.72 (2H,s), 
4. 1 6 (2H, q, J=7Hz) , 6. 86 (1H, d, J=9Hz) , 7. 09 (1H, d, J=2Hz, J=9Hz) , 
7. 46-7. 58 (5H, m) , 7. 66 (2H, d, J=9Hz) , 8. 01 (2H, dd, J=2Hz, J=9Hz) , 8. 09 (1H, s) 

mmm is ( 6 ) 

5-yn^e-l- (4-y^^75/^>y-fiW - 3 - * 9 >7s)V*~)V- 
2 -*3S>M' > (fc&W 12 4) 

'H-NMR(CDC1 3 ) <5 : 2. 72 (3H, s) , 3. 12 (6H, s) , 3. 15 (3H, s) , 6. 64 (2H, d, J=8Hz) , 
6. 99 (1H, d, J=8Hz) , 7. 23-7. 29 (1H, m) , 7. 59 (2H, d, J=8Hz) , 8.18 (1H, s) 

mmm is c 7 ) 

1- (4-^DDO^JW -3- (4-^DP7x~;i/XJ^JW -2, 
5-^pWW>K-;W (ffc^l2 5) 
tttt : &fif&* 

* : 1 6 7 - 1 6 8 °C 
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■H-NMR(CDC1 3 ) d : 2. 44 (3H, s) , 2. 74 (3H, s) , 6. 76 (1H, d, J=8Hz) , 

6. 95 (1H, d, J=8Hz) , 7. 26-7. 49 (4H, m) , 7. 66 (2H, dd. J=2Hz, J=8Hz) , 7. 91 (1H, s) , 

7. 94 (2H, dd,J=2Hz, J=8Hz) 

mmm is ( 8 > 

1- (4-^DP^/^JW -2-^fJP-6-^hO-3-7irMM 

-;i/-r>H-;i/ Mfr&toi 2 6) 

: 1 5 9. 5-160. 5 "C 
'H-NMR(CDC1 3 ) 5 : 2. 75 (3H, s) , 7. 55 (4H, d, J=8Hz) , 7. 61 (1H, t, J=8Hz) , 
7. 68 (2H, d, J=9Hz) , 7. 99 (3H, t, J=8Hz) , 8. 21 (1H, d, J=9Hz) , 8. 33 (1H, d, J=9Hz) 

mmm is o) 

1- - 2 - j*3\N/- 4 - ~ h P - 3 

-;M*>F-;i/ (ik&Ml 2 7) 
tttt : 

H$ * : 2 1 0 - 2 1 1 "C 

'H-NMR(CDC1 3 ) <5 : 2. 80 (3H, s) , 7. 21 (2H, d, J=8Hz) , 7. 42-7. 61 (6H, m) , 
7. 68 (2H, d, J=9Hz) , 7. 95 (2H, d, J=9Hz) 

mmm is do) 

1- (4-^DD^>\Af;i/) - 2-^)V- 3 -7x-JWJl/*-M > H— 
;U- 6 -*il/#>ilWXT^ (fb^ 12 8) 

j§t& : 1 4 2. 5- 1 4 3 °C 

'H-NMR(CDC1 3 ) 6 : 1 . 31 (3H, t, J=7Hz) , 2. 76 (3H, s) , 4. 29 (2H, q, J=7Hz) , 
7. 49-7. 61 (5H, m) , 7. 66 (1H, s) , 7. 68 (2H, dd, J=2Hz, J=9Hz) , 
7. 99 (1H, dd, J=2Hz, J=9Hz) , 8. 01 (2H, d, J=8Hz) , 8. 22 (1H, d, J=9Hz) 
MM®* 18 (11) 
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1- (4-*DP^>\Af;U) -2-^^-3-7i- JlXJVft— ;^>F- 

;u-4-ij;i/^>^x^;uxx^-;i/ (fc-S-^i 2 9) 

16 1. 5-162. 5 *C 
'H-NMR(CDC1 3 ) 5 : 1 . 32 (3H, t, J=7Hz) , 2. 64 (3H, s) , 4. 38 (2H, q, J=7Hz) , 
7. 09 (1H, d, J=8Hz) , 7. 19 (1H, t, J=8Hz) , 7. 40 (1H, d, J=7Hz) , 7. 48-7. 61 (5H, m) , 
7. 67 (2H, d, J=8Hz) , 8. 05 (2H, d, J=8Hz) 

mmm is (12) 

1- - 2 - 3 -7i^Jl/XJl/*-M > H- 

)V- 5 -*M>tlfJHXT^ 13 0) 

: 

RKj^ : 1 9 2. 5 - 1 9 4«C 

'H-NMR(CDC1 3 ) 6 : 1. 42<3H, t, J=7Hz), 2. 77(3H, s), 4. 41 (2H, q, J=7Hz), 

6. 95 (1H, d, J=9Hz) , 7. 45-7. 62 (5H, m) , 7. 67 (2H, d, J=8Hz) , 7. 85 (1H, d, J=8Hz) , 
8.04(2H,d, J=8Hz),8. 85 (1H, s) 

mmm is ( 1 3 ) 

5 -^D^E- 3 - (4-^no7i^KM^) -1- (4-^00^>y 

-f;u) -2-x^;u-r>h*-;w (fb^i3i) 

: 1 2 6 - 1 2 6 . 5 <C 
! H-NMR(CDC1 3 ) 5 : 1. 17(3H, t, J=8Hz) , 3. 26 (2H, q, J=8Hz) , 6. 62 (1H, d, J=9Hz) , 

7. 21 (1H, dd, J=2Hz, J=9Hz) , 7. 49-7. 53 (4H, m) , 7. 64 (2H, dd, J=2Hz, J=9Hz) , 
7. 94 (2H, dd, J=2Hz, J=9Hz) , 8. 31 (1H, d, J=2Hz) 

mmmi 8 d 4) 

1- (4-^PP^>VW;i/) - 5 -y77- 2 -^)V- 3 -7x-KM 

xjp-r > afcfr#i 1 3 2 ) 
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: 1 9 9. 5-2 0 0. 5t: 
'H-NMR(CDC1 3 ) 6 : 2. 75 (3H, s) , 7. 05 (1H, d, J=9Hz) , 7. 41 (1H, d, J=8Hz) , 
7. 50-7. 68 (7H, m) , 7. 99 (2H, d, J=8Hz) , 8. 55 (1H, s) 

mmm is (15) 

;i/x;i/*n;i/-r >H-;i/ (fb^i 3 3) 

jft& : 6 8 - 6 9 "C 

'H-NMR(CDC1 3 ) 6 : 2. 71 (3H, s), 3. 14 (6H, s) , 6. 64(2H, d, J=9Hz), 

6. 94 (1H, d, J=9Hz) , 7. 23 (1H, dd, J=2Hz, J=8Hz) , 7. 49-7. 58 (4H, m) , 

7. 91 (1H, d, J=9Hz) , 8. 00 (2H, d, J=8Hz) , 8. 32 (1H, d, J=2Hz) 

mmm is ( 1 6 ) 

(1- (4-^OD^>^JW -2-*^)V-Z-7x.~)\>7,)V*-)\,^y\z 

-;i/-4--r;i/) tt^fjuxf^ (fls^«i3 4) 

'H-NMR(CDC1 3 ) 5 : 2. 71 (3H, s) , 3. 57 (2H, s) , 3. 62 (3H, s) , 6. 91 (1H, s) , 

7. 22 (1H, d, J=8Hz) , 7. 48-7. 59 (5H, m) , 7. 67 (2H, d, J=8Hz) , 8. 00 (2H, d, J=8Hz) , 

8. 11(1H, d, J=8Hz) 

nmm is ( 1 7 ) 

-;u-r > h-;u Uk&W 135) 

BUS: 149-149. 5 "C 

'H-NMR(CDC1 3 ) 6 : 2. 34 (3H, s) , 2. 65 (3H, s) , 6. 83 (1H, d, J=9Hz) , 

7. 23 (1H, d, J=9Hz) , 7. 27 (2H, d) , 7. 36 (1H, d, J=8Hz) , 7. 48-7. 62 (4H, m) , 
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7. 98(2H, d, J=8Hz),8.34(lH,s) 

mmm is c 1 8 ) 

2-^)V- l- (2 -^)V^>'M)V) - 3- 7x^MM^-5-h 
'J7MD^W>MV (/tt^tU 3 6) 
: Hfe^* 
iS$ : 1 1 0 - 1 1 0 . 5 °C 

'H-NMR(CDC1 3 ) 6 : 2. 38 (3H, s) , 2. 69 (3H, s) , 7. 05 (1H, d, J=9Hz) , 

7. 27 (2H, dd, J=4Hz, J=7Hz) , 7. 38 (2H, dd, J=4Hz, J=7Hz) , 7. 50-7. 61 (4H, m) , 

7. 99 (2H, d, J=8Hz), 8.480H, s) 

mmm is (19) 

1- (4-^DD^>^Jl/) - 2 3 -7x-M;P*-^- 5 - h 
U7MD^^jK>F-^ (^1313 7) 

jtt£ : 1 6 9- 1 7 0t 

'H-NMR(CDC1 3 ) a : 2.76 (3H,s), 7.04 (lH,d, J=9Hz), 7.40 (1H, d, J=9Hz) , 
7. 49-7. 64 (5H, m) , 7. 66 (2H, d, J=8Hz) , 8. 01 (2H, d, J=8Hz) , 8. 49 (1H, s) 

mmm is (20) 

;i/7jN-ji/-r > (^#1 13 8) 

tttt : m&B* 

m& : 142-144t 

'H-NMRCCDClj) 5 : 2.41 (3H,s), 2.76 (3H,s), 7.03 (lH,d,J=9Hz), 

7. 29 (2H, d, J=7Hz) , 7. 39 (1H, d, J=7Hz) , 7. 48-7. 67 (8H, m) , 

7. 78 (2H, dd, J=2Hz, J=8Hz) , 7. 95 (2H, dd, J=2Hz, J=8Hz) , 8. 52 (1H, d, J=2Hz) 

mmm is (21) 

5 -^>\Af 1 - (4-^nn^>^;p) -2-^^-3-71^7 
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fr-fr—M y {ik&tfo 13 9) 

'MX : ffi7^7 7 X 
ttjft : 7 4 - 7 5 1C 

'H-NMR(CDC1 3 ) 5 : 2. 81 (3H, s) , 7. 03(1H, d, J=9Hz) , 7. 42-7. 72 (1 1H, m) , 
7. 79 (2H, dd, J=2Hz, J=7Hz) , 7. 97 (2H, dd, J=2Hz, J=7Hz) , 8. 53 (1H, d, J=2Hz) 

mmm is (22) 

> h— ;i/ (Yb-o-^ 140) 

1 7 8- 1 7 9. 5 *C 
'H-NMR(CDC1 3 ) fi : 2. 38 (3H, s) , 2. 68(3H, s) , 2. 71 (3H, s) , 6. 98 (1H, d, J=9Hz) , 
7. 28 (2H, d, J=9Hz) , 7. 38 (1H, d, J=8Hz) , 7. 48-7. 62 (4H, m) , 
7. 77 (1H, dd, J=2Hz, J=9Hz) , 8. 01 (2H, d, J=8Hz) , 8. 76 (1H, s) 

mmm is (23) 

7js-;u-r > h-;p (-fb^«» i4i) 
mt : 

Bt& : 181. 5-183. 5°C 

'H-NMR(CDC1 3 ) 6 : 2. 69 (3H, s) , 2. 76(3H, s) , 6. 97 (1H, d, J=9Hz) , 

7. 47-7. 63 (5H, m) , 7. 67 (2H, d, J=9Hz) , 7. 80 (1H, d, J=8Hz) , 8. 03 (2H, d, J=8Hz) , 

8.77UH, s) 

mmm is (24) 

2, 5-v*3\)l/-l- (4-y/^V75; / 0^)W - 3 - 7 s.ZL)V7.)V 

> F-;W 14 2) 

Hi * : 8 9 - 9 2 °C 
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'H-NMR(CDC1 3 ) <5 : 2. 45 (3H, s) , 2. 71 (3H, s) , 3. 09 (6H, s) , 6. 62 (2H, d, J=9Hz) , 

6. 94 (2H, s) , 7. 43-7. 60 (5H, m) , 7. 93 (1H, s) , 8. 09 (2H, d, J=9Hz) 

mum is (25) 

(1- (4-¥*7-)VT2.;^>'M)l) -2-^^-3-7i^XMZ 
)V4 >Y-)V- 5 Ill^iUXfil/ (Ib^ftl4 3) 

'H-NMR(CDC1 3 ) <5 : 1. 25 (3H, t, J=7Hz), 2. 71 (3H, s), 3. 11 (6H. s), 

4. 14 (2H, q, J=7Hz) , 6. 67 (2H, d, J=9Hz) , 7. 09 (1H, d, J=9Hz) , 7. 45-7. 55 (3H, n) , 

7. 58 (2H, d, J=8Hz) , 7. 96-8. 04 (3H, m) , 8. 06 (1H, s) 

18 (26) 

5 -^>v-r;i/- 1 - <4 -$7*9^75 /^>\Af;w -2-^^-3-7 

3L-)V7s)l7b-)W y Y-)V (<ffrS4& 14 4) 

'H-NMR(CDC1 3 ) 6 : 2. 79 (3H, s) , 3. 12 (6H, s) , 6. 65 (2H, d, J=9Hz) , 
7. 16 (1H, d, J=8Hz) , 7. 46-7. 65 (7H, m) , 7. 70 (1H, dd, J=2Hz, J=9Hz) , 

7. 79 (2H, dd, J=2Hz, J=8Hz) , 7. 89 (1H, d, J=9Hz) , 7. 97 (2H, d, J=8Hz) , 

8. 50 (1H, d, J=2Hz) 

mrnm is (27) 

(1- (4-^dp^>^)W -2-^^;u-3-^x-;i/x;i/^^i;i/'f >H 

-;p-5--T;i/) Ki^>y^XXf)V (ft^lll4 5) 
B!£ : 1 3 3 - 1 3 5 °C 

'H-NMR(CDC1 3 ) 6 : 2. 75 (3H, s) , 3. 78(2H, s) , 5. 14 (2H, s) , 6. 84 (1H, d, J=8. 5Hz) , 
7. 08 (1H, d, J=6. 5Hz) , 7. 3-7. 4 (5H, m) , 7. 45-7. 52 (4H, m) , 7. 52-7. 6 (1H, m) , 
7. 66 (2H, d, J=9Hz) , 8. 0 (2H, d, J=7. 5Hz) , 8. 1 1 (1H, s) 

mmm is (28) 
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l- (4-^dp^>^;w - 2 -*3-)V- 3 -7x- jvzjv-fc— 5 - 7 

i-Jl/XW-JWfM>F-Jl' (1^1114 6) 
tttt : 

Bt& : 2 2 6. 5-228T: 

'H-NMR(CDC1 3 ) <3 : 2. 71 (3H, s) , 4. 42 (2H, s) , 6. 86 (1H, d, J=9Hz) , 
7. 01 (1H, d, J=9Hz) , 7. 44-7. 70 (1 2H, m) , 7. 95 (2H, d, J=8Hz) , 7. 99 (1H, s) 
Wtm 18 (29) 

1- (4-^DDW-fJW - 2 -><^;U- 3-7I-J1/ 

(M14 7) 

: 1 2 3. 4 - 1 2 4 r 
'H-NMR(CDC1 3 ) 5 : 2. 75 (3H, s) , 3. 85 (2H. s) , 6. 93 (1H, d, J=9Hz) , 

7. 14 (1H, d, J=9Hz) , 7. 49-7. 62 (5H, ra) , 7. 66 (2H, dd, J=2Hz, J-7Hz) , 

8. 00 (2H, dd, J=2Hz, J=7Hz) , 8. 1 1 (1H, s) 

mum is (30) 

1- (4-7dd^>^jw -2-/^-3-7x- ;i/x;i/^-;i/-r 

Jk-5-*M>t^>y^X7f^ (^il4 8) 
M: 144-1 44. 5t 

'H-NMR(CDC1 3 ) <5 : 2. 78 (3H, s) , 5. 41 (2H, s) , 6. 94 (1H, d, J=9Hz) , 
7. 35-7. 62 (10H, m) , 7. 66 (2H, d, J=9Hz) , 7. 87 (1H, dd, J=2Hz, J=9Hz) , 
8.02C2H, d, J=8Hz),8. 88(lH,s) 

mmm is (3D 

2- (l- (4-7nn^>^;W -2-^^-3-7irjWM^JK 
> H-;i/- 5 --r ;i/^^;i/x;u^-;i/) ^Ifi^fjuxf^ (ft-& 

#114 9) 
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■H-NMR(CDC1 3 ) 5 : 2. 61 (3H, s) , 4. 06 (3H, s) , 4. 86 (2H, s) , 6. 82 (1H, d, J=9Hz) , 
7. 08 (1H, d, J=8Hz) , 7. 40 (1H, t, J=8Hz) , 7. 49 (2H, d, J=9Hz) ,7.52 (2H, d, J=9Hz) , 
7. 57 (2H, d, J=9Hz) , 7. 62 (1H, t, J=9Hz) , 7. 65 (2H, d, J=9Hz) , 7. 70 (1H, d, J=8Hz) , 
7. 99 (2H, d, J=8Hz),8. 13 (1H, s) 

mmm is (32) 

)V- 3 - 7ir;px;wrM > (it&m 150) 

2 0 8. 7 - 2 1 1 *C 
'H-NMR(CDC1 3 ) 6 : 2. 75 (3H, s) , 4. 15 (2H, s) , 4. 20 (2H, s) , 6. 96 (1H, d, J=9Hz) , 
7. 22 (1H, d, J=7Hz) , 7. 39-7. 57 (10H, m) , 7. 69 (2H, d, J=9Hz) , 8. 02 (2H, d, J=8Hz) , 
8. 19(1H, s) 

18 (33) 

b-^>z/)V7,)V*~)\s*?-)V-l- (4-y^W5/^>^;W -2- 
^fJV- 3 - 7x-;^j^-K > H-JP Ut&Wl 5 1) 

: 9 4 - 9 6 . 5t 
'H-NMR(CDC1 3 ) 6 : 2. 74 (3H, s) , 3. 12 (6H, s) , 4. 12 (2H, s) , 4. 22 (2H, s) , 

6. 65 (2H, d, J=9Hz) , 7. 12 (1H, d, J=9Hz) , 7. 24 (1H, d, J=9Hz) , 7. 38-7. 52 (8H, m) , 

7. 59 (2H, d, J=9Hz) , 8. 01 (2H, dd, J=2Hz, J=9Hz) , 8. 1 5 (1H, s) 

mmm is (34) 

5 -^>z?)lX)lft~ 1 - (3-^^)lTS.y^>'MM -2- 

^)V- 3 -7i^WM-M > H-;P (ffc'&tj 15 2) 

tttt : n&mfo 

: 169-169. 5°C 
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'H-NMR(CDC1 3 ) 8 : 2. 73 (3H, s) , 2. 99 (6H, s) , 4. 12 (2H, s) , 4. 21 (2H, s) , 

6. 87 (1H, d, J=8Hz) 7. 01 (1H, d, J=9Hz) , 7. 07 (1H, s) , 7. 1 1 (1H, d. J=8Hz) , 

7. 22 (1H, dd, J=2Hz, J=7Hz) , 7. 29 (1H, t, J=8Hz) , 7. 44 (5H, brs) , 7. 49 (2H, t, J=8Hz) , 
7. 54 (1H, d, J=7Hz) , 8. 01 (2H, d, J=7Hz) , 8. 1 7 (1H, s) 

mmM 18 (35) 

2- (1- (4-^W5;^>^ JW -2-^^;i/-3-7a:n;UXJl/ 
«U 5 3) 

jM£ : 1 0 4 - 1 0 4 . 5 *C 

'H-NMR(CDC1 3 ) 8 : 2. 71 (3H, s) , 3. 1 1 (6H, s) , 4. 06 (3H, s) , 4. 86 (2H, s) , 

6. 62 (2H, d, J=9Hz) , 6. 96 (1H, d, J=9Hz) , 7. 06 (1H, dd, J=lHz, J=9Hz) , 

7. 34 (1H, t , J=8Hz) , 7. 47-7. 59 (7H, m) , 7. 68 (1H, d, J=8Hz) , 
7. 95 (2H, dd, J=lHz, J=9Hz) , 8. 04 (1H, s) 

mmm is (36) 

1- (3-^W$;^>^jW - 2-*?-)l- 3-7x"jUM-^ 
- 5-7xZJMM^MfK>H- ;i/ (it&Vol 5 4) 

'H-NMR(CDC1 3 ) <5 : 2. 69 (3H, s) , 2. 98(6H, s) , 4. 42 (2H, s) , 

6. 85 (1H, d, J=8Hz) , 6. 99 (2H, d, J=7Hz) , 7. 03 (1H, s) , 7. 23-7. 31 (1H, m) , 

7. 42-7. 52 (1H, m) , 7. 59-7. 64 (5H, m) , 7. 93 (2H, d, J=8Hz) 

nmm is (37) 

2- (1- (3-^WV^>^J0 - 2 -j*3\JU- 3-7x-JW^ 
% 1 5 5) 
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MA : 9 5 - 9 6 °C 

'H-NMR (CDC1 3 ) 8 : 2.70 (3H,s). 2.97 (6H,s), 4.06 (3H,s), 4.86 (2H.s), 

6. 82 (1H, d, J=8Hz) , 6. 94 (1H, d, J=9Hz) , 6. 99 (1H, d, J=9Hz) , 7. 02 (1H, s) , 

7. 07 (1H, d, J=10Hz) , 7. 27-7. 29 (1H, m) , 7. 36 (1H, t, J=8Hz) , 

7. 49-7. 52 (3H, m) , 7. 55-7. 61 (2H, m) , 7. 69 (1H, d, J=8Hz) , 7. 98 (2H, d, J=8Hz) , 
8.09OH, s) 

mmm is (38) 

1- (4-y^W$/^>y<^) - 2-*3 L )l- 3-7x^MJl/^ 
-5-7x-JWM^WW>F-^ <A\&mi 5 6) 

'H-NMR (CDClj) 6 : 2. 68 (3H, s) , 3. 1 1 (6H, s) , 4. 42 (2H, s) , 6. 62 (2H, d, J=9Hz) , 

6. 99 (1H, d, J=9Hz) , 7. 42 (2H, t, J=8Hz) , 7. 48 (2H, t, J=8Hz) , 7. 54-7. 59 (4H, m) , 

7. 62 (2H, d, J=7Hz) , 7. 88 (2H, d, J=9Hz) , 7. 91 (2H, d, J=8Hz) 

mmm is (39) 

2 1 - (3-^^75 y - 2 - ^f ;K>y-r;w -3-7x- 
5 -7i-;w;^-;m?;k > H-jv Ut&Mi 5 7) 

ffi^ : ?m&B3i 

: 9 9 - 1 0 1 "C 

'H-NMR (DMS0-d 6 ) 5 : 2. 04(3H, s) , 2. 53 (3H, s) , 2. 62 (6H, s) , 4. 82 (2H, s) , 

6. 95 (1H, d, J=9Hz) , 7. 02 (1H, dd, J=2Hz, J=9Hz) , 7. 08 (1H, d, J=7Hz) , 

7. 30 (1H, t , J=8Hz) , 7. 36 (1H, d, J=7Hz) , 7. 55 (2H, t, J=8Hz) , 7. 60 (2H, t, J=8Hz) , 
7. 68-7. 74 (4H, m) , 7. 90 (2H, dd, J=2Hz, J=8Hz) , 7. 91 (1H, s) 

mmm is c 4 0 ) 

5 -^y^)V7,)V-^~)V^)V- 2 1- (3->?^^;UT^y-2- 
*7-)V^>V^ )V) -3-7x-M)^M>K-^ (^#1158) 
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Wi A : 9 8 - 9 9 °C 

'H-NMR (DMS0-d 6 ) 5 : 2. 1 1 (3H, s) , 2. 58 (3H, s) , 2. 64 (6H, s) , 4. 44 (2H, s) , 
4. 61 (2H, s) , 7. 06 (1H, d, J=9Hz) , 7. 10 (1H, d, J=7Hz) , 7. 20 (1H, d, J=9Hz) , 

7. 30 (1H, t, J=8Hz) , 7. 36-7. 40 (6H, m) , 7. 56 (2H, t, J=8Hz) , 7. 64 (1H, d, J=7Hz) , 

8. 01(2H,d, J=8Hz),8. 13(lH,s) 

mmm is (41) 

5 - t e r t + 5 / - 1 - (4 - y^f^7$y^ 

>y<;i/) -2-^^^- 3- (2 -tJu^M-jw -r>H-;u ml 

1 5 9) 
tttt : 

]H : 8 8 - 9 1 *C 

'H-NMR (DMS0-d 6 ) 6 : 1 . 47 (9H, s) , 2. 64 (3H, s) , 3. 07 (6H, s) , 6. 78 (2H, d, J=9Hz) , 

6. 93 (1H, d, J=8Hz) , 7. 22 (1H, brs) , 7. 48 (2H, d, J=9Hz) , 7. 67 (1H, t, J=8Hz) , 
8. 10 (1H, s) , 8. 13-8. 21 (2H, m) , 8. 69 (1H, d, J=5Hz) , 9. 33 (1H, s) 

mmm is (42) 

3- (2-*<?)V-i- (3-v^^;uy^y-2 -^^;u^>y^;p) -3- 
7x^^k>f-;h 5— r;w -2, 4 (ih, 3h) -+^/u 

>i?*> Ut&tol 6 0) 
: 159-161t 

'H-NMR (DMS0-d 6 ) <5 : 2. 20 (3H, s) , 2. 64 (3H, s) , 2. 67 (6H, s) , 7. 1 1 (1H, d, J=9Hz) , 
7. 1 7 (2H, dd, J=2Hz, J=8Hz) , 7. 24 (2H, d, J=8Hz) , 7. 33 (1H, dd, J=2Hz, J=8Hz) , 

7. 39 (1H, d, J=8Hz) , 7. 59-7. 64 (2H, m) , 7. 68-7. 73 (2H, m) , 7. 95 (1H, d, J=8Hz) , 
7.97-8. 10 (3H, m), 11. 56(lH,s) 

mmm is (43) 

3- {2-*^)V-i- (4-^^?;i/75y^>^ ;w -3-71^^ 
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*~jm>v-)1- 5 -2, 4 (ih, 3h) -^vu>>?^> ab 

16 1) 
Mfk: 2 0 2- 2 0 4t 

'H-NMR (DMS0-d 6 ) 5 : 2. 73 (3H, s) , 3. 09 (6H, s) , 6. 82 (2H, d, J=9Hz) , 
7. 1 0 (1H, d, J=8Hz) , 7. 1 5 (1H, d, J=8Hz) , 7. 26 (2H, d, J=8Hz) , 7. 56-7. 64 (4H, m) , 
7. 65-7. 74 (2H, m) , 7. 96 (2H, d, J=2Hz) , 8. 03 (2H, d, J=8Hz) ,11.56 (1H, s) 
%Wfi\ 18 (44) 

2- (5-^D^E-l- (3-^W5/-2-^fJK>7^P) -2- 

^^;k>H— ;v-3 — r;Px;i/*-;i/) s^m#Bfe^>> ? ;i/ 0ffc-&«t& 1 6 2 ) 

'H-NMR(CDC1 3 ) 6 : 2. 24(3H, s), 2. 54(3H, s), 2. 71 (6H, s), 5. 30(2H, s), 

6. 91-6. 99 (2H, in) , 7. 1 8-7. 24 (2H, m) , 7. 30-7. 42 (5H, m) , 7. 56-7. 62 (3H, m) , 
8.05-8. 10 (1H, m),8. 16(lH,d, J=2Hz) 

mmm is (45) 

5-7'n^E-l- (4 h^r'>^>V-r;i/) - 3 -7xr;|/W > ;i> 
('fb'&t) 16 3) 
tt« : 

St * : 110-113*0 

'H-NMR (CDC 1 3 ) 5 : 3. 91 (3H, s) , 7. 04 (2H, d, J=9Hz) , 7. 1 1-7. 19 (3H, m) , 
7. 1 9-7. 25 (2H, m) , 7. 50 (1H, dd, J=9Hz, J=2Hz) , 7. 65-7. 69 (2H, m) , 

7. 76 (2H, d, J=9Hz) , 8. 24 (1H, d, J=9Hz) 

mmm is (46) 

5-^Dt-l - (4-* b*>"<>'M )V) -3- (2-\*V5?)Vtt) -f> 

(it^mi 6 4) 
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Rbft : 1 4 7 - 1 4 9 V 

'H-NMR(CDC1 3 ) 6 : 3. 91 (3H, s), 6. 88(1H, d, J=8Hz) , 6. 99-7. 09(3H, m), 
7. 44C1H, dt, J=8Hz, J=2Hz), 7. 53 (1H, dd, J=9Hz, J=2Hz) , 7. 69 (1H, d, J=2Hz), 
7. 71-7. 81 (3H, m) , 8. 27 (1H, d, J=9Hz) , 8. 40 (1H, d, J=5Hz) 

mmm is (47) 

5-7*nt-3- (4-^DD7x-Mt) -1- (4 -j*.h*S"*>\Al' 

-r>K-;i/ (-fb^wi 6 5) 

fit* : 1 3 3 - 1 3 5 *C 

'H-NMR (CDC1 3 ) 6 : 7. 04 (2H, d, J=9Hz) , 7. 07 (2H, d, J=9Hz) ,7.19 (2H, d, J=9Hz) , 

7. 5 1 (1H, dd, J=9Hz, J=2Hz) , 7. 63 (1H, d, J=2Hz) , 7. 68 (1H, s) , 7. 76 (2H, d, J=9Hz) , 

8. 23 (1H, d, J=9Hz) 

mmmi 8 (4 8) 

5-^nt-l - (4 b*>"<>V'( )V) -3- (4-^^7x-JVf 

*) -r >f-;p at&mi 6 6) 

fit& : 1 3 4 - 1 3 6 1: 

'H-NMR (CDC 1 3 ) 6 : 2. 28 (3H, s) , 3. 91 (3H, s) , 6. 99-7. 05 (4H, m) , 

7. 09 (2H, d, J=8Hz) , 7. 49 (1H, dd, J=9Hz, J=2Hz) , 7. 64 (1H, s) , 7. 66 (1H, d, J=2Hz) , 

7. 75 (1H, d, J=8Hz) , 8. 22 (1H, d, J=9Hz) 

mmmi 8 (4 9) 

5 1 - (4 Y*Z"*>*M )V) -3- (4-"hn7i^f 

20 -r>H-;i/ ut&mi 6 7) 

m& : 1 5 7 - 1 5 9 °C 

'H-NMR (CDC 1 3 ) <5 : 3. 93 (3H, s) , 6. 99 (2H, d, J=9Hz) , 7. 50 (1H, dd, J=9Hz, J=2Hz) , 
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7. 54 (1H, s) , 7. 60 (2H, d, J=9Hz) ,7.71 (2H, d, J=9Hz) , 7. 74 (1H, d, J=2Hz) , 

8. 1 4 (1H, d, J=9Hz) , 8. 20 (2H, d, J=9Hz) 

mmm is (50) 

~)V (it^m 16 8) 
RLlft : 1 3 8 - 1 4 0 "C 

'H-NMR(CDC1 3 ) 6 : 3. 10 (6H, s) , 6. 73(2H, d, J=9Hz) , 7. 10-7. 18 (3H, m) , 

7. 20-7. 24 (2H, m) , 7. 45-7. 50 (1H, m) , 7. 67 (1H, d, J=2Hz) , 7. 72 (2H, d, J=9Hz) , 

7. 77 (1H, s) , 8. 1 7 (1H, d, J=9Hz) 

mmm is (sd 

(3-^f;i/75y^>y ; f;w -3- ( 2 - tr u ^;P5=- 
-r >F-;i/ (rt^r#u 6 9) 

: Hfelft* 
: 1 8 5 - 1 8 8 °C 
'H-NMR(CDC1 3 ) <5 : 3. 01 (6H, s) , 6. 87 (1H, d, J=8Hz) , 6. 94 (1H, d, J=8Hz) , 

6. 98-7. 03 (2H, m) , 7. 04 (1H, s) , 7. 36 (1H, t, J=8Hz) , 7. 44 (1H, t , J=8Hz) , 

7. 54 (1H, dd, J=9Hz, J=2Hz) , 7. 68 (1H, d, J=2Hz) , 7. 76 (1H, s) , 8. 34 (1H, d, J=9Hz) , 

8. 38-8. 41 (1H, m) 

mmrn is (52) 

5-r/o^-i- (3-^^75/^>7-fJW -3-7i-Jl/W>F 

-)i at^m 170) 

ffli& : 151-1631: 

■H-NMR(CDC1 3 ) 6 : 3. 01 (6H, s) , 6. 94 (1H, d, J=8Hz) , 6. 99 (1H, d, J=8Hz) , 
7. 03 (1H, s) , 7. 1 1-7. 1 9 (3H, m) , 7. 1 9-7. 29 (2H, m) , 7. 36 (1H, t , J-8Hz) , 
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7. 51 (1H, dd, J=9Hz, J=2Hz), 7. 66(1H, d, J=2Hz), 7. 69(1H, s), 8. 31 (lH,d, J=9Hz) 

mmm 18(53) 

5-^-1- (4-^pp^>y-r;i/) -2-^^-3-7i-m-f 
at&mi 7 1) 

M & : 1 2 0 - 1 2 2 <C 

'H-NMR(CDC1 3 ) 5 : 2. 52 (3H, s) , 6. 95 (2H, d, J=9Hz) , 7. 08-7. 1 6 (3H, m) , 

7. 20-7. 25 (3H, m) , 7. 51 (3H, d, J=9Hz) , 7. 66 (1H, d, J=2Hz) , 7. 69 (2H, d, J=8Hz) , 

8.08C1H, d, J=9Hz) 

mmm 19 (d 

-;i/-5--r;i/) (ft^i7 2) 

(1- (4-^nn^>^jW - 2 -pWV- 3 -7x.~JlX)l*~)W > 
F— ;U- 5 — f;i/) Si^>yJl/X7f^2 5 Omg^DPI^>l Om 1 
tfh7tHn77>10ml KiStfbfc. 7jc^bA^v^A^->*-^>5 0 

= 10/1) fctt bTJtaEffr&fcJ* 9 OmgUL 
SI* : 1 0 5 - 1 0 6 1) 

'H-NMR(CDC1 3 ) (5 : 2. 74 (3H, s) , 3. 77 (2H, s) , 6. 82-6. 89 (1H, m) , 7. 02-7. 09 (1H, 
m) , 7. 45-7. 60 (5H, m) , 7. 66 (2H, d, J=9Hz) , 8. 0 (2H, d, J=7. 5Hz) , 8. 1 0 (1H, s) 

mmm 19 ( 2 > 
mmmi9 en j^to (M173) 

1- (4-^pp^>vW;I/) -2-^^;i/- >H— 
5 -*;P3j?>gg (flj^i7 3) 
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M& : 2 0 4 - 2 0 7 TC 

'H-NMR (DMSO-d 6 ) 5 : 2. 69 (3H, s) , 7. 02-7. 12 (1H, m) , 7. 60-7. 71 (5H, m) , 
7. 79-7. 82 (3H, m) , 8. 00 (2H, d, J=8Hz) , 8. 62 (1H, s) 
^SJfifll 2 0 

5- (1- (4-9UW<>*MM - 2-*^)U- 3-7x"MM-M 

1- (4-^DDOV<Jl/) - 5 - y7 / 2 - 3 - 7x^ 

;i/X;i/*-;i-r>F-;i/2 2 4mg(hh'J^^X7^H2 0 6mg^h;H 
>1 Oml t3i)P*_Tl 8P#W»«EL&. »»*jWflL/h;H>5ml ^a?iXm 
HH>5mll:MT, 14. 6 %&M/*?3rtt> 3 m 1 £jta*_T 
MT2 lRrWaa^Ufc. ^UrcH#^MbTX-^^T»UT_tlB^'&#I 
* 1 5 Oragffc. 

'14^ : 

'H-NMR (DMSO-d 6 ) 5 : 2. 65 (3H, s) , 4. 37 (2H, s) , 7. 07 (1H, d, J=9Hz) , 
7. 32 (2H, dd, J=lHz, J=9Hz) , 7. 48 (2H, d, J=9Hz) , 7. 53 (2H, t, J=8Hz) , 
7. 59 (2H, t , J=9Hz) , 7. 76 (1H, s) , 7. 89 (2H, dd, J=lHz, J=9Hz) ,12.22 (1H, brs) 

mmm 21(1) 

5 -^>v-r;i/7^y- 1 - (4-y^w5/^>^jw -3-71^ 

7s)V^~)V^ y H-;U (^#) 17 5) 

5 - ^>^;V75 / - 3 - 7i^MJl/*^;K > F- ;H 2 OmgtDfh 
7kFD77>i§$5m 1 £SM V7°Dt°;PX^;i/7 7 ^>0. 5ml i4-y/ 
fJl/75/^>7^MD'J F2 0 Omgt4-y^5 : ;V75/tf , Jy>2rag 

A 3 0 m 1 £JP*_T, ^fPM^Kf^ h U V AzK 6 0 m 1 X 2 <S 
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: 2 1 7 - 2 1 8 °C 
'H-NMR (DMSO-d 6 ) 5 : 3. 09 (6H, s) . 6. 88 (2H, d, J=9Hz) , 7. 56-7. 64 (5H, m) , 

7. 67 (1H, d, J=7Hz) ,7.71 (2H, d, J=8Hz) , 7. 88 (1H, d, J=7Hz) , 8. 00-8. 05 (3H, m) , 

8. 08 (2H, d, J=8Hz) , 8. 21 (1H, s) , 8. 41 (1H, s) , 10. 46 (1H, s) 

2 1 ( 2 ) - (61) 
HM#iJ2 1 (1) tmm^hX. OTO (ft^«ll7 6) - (ft^U2 3 5) 

2 1 ( 2 ) 

-f>H-;p Wfr&toi 7 6) 

Bt& : 1 9 9. 5- 2 0 2T: 

'H-NMR (DMS0-d 6 ) 5 : 2. 09 (3H, s) , 7. 61-7. 71 (4H, m) , 7. 74 (2H, d, J=8Hz) , 

7. 89 (2H, d, J=8Hz) , 8. 03 (1H, d, J=8Hz) , 8. 05 (2H, d, J=9Hz) ,8.17 (1H, d, J=9Hz) , 

8. 23(1H, s),10. 17 (1H, s) 

mmm 21 c 3 ) 

N- (1- (4-y/^75/^>^JW -3-7i^HW-M>F 
-)V-5--i)V) — N ' -:7x-;i^|/T Offr&lfe 1 7 7 ) 

HJ^C : 2 3 2. 5-2 3 3. 5t 

'H-NMR (DMS0-d 6 ) 5 : 3. 09 (6H, s) , 6. 88 (2H, d, J=9Hz) , 6. 99 (1H, t, J=8Hz), 
7. 30 (2H, t , J=8Hz) , 7. 42 (1H. dd, J=2Hz, J=9Hz) , 7. 49 (2H, d, J=8Hz) , 

7. 62 (2H, t , J=7Hz) , 7. 67 (1H, d, J=7Hz) , 7. 70 (2H, d, J=9Hz) , 7. 98 (1H, d, J=9Hz) , 

8. 04 (2H, dd, J=2Hz, J-7Hz) , 8. 10 (1H, d, J=2Hz) , 8. 1 7 (1H, s) , 8. 65 (1H, s) , 
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8. 92 (1H, s) 

mmm2 1 (4) 

l- (3-y/w$;- 2 -^.^;i/^>vW;u) - 5- (4- h;i/x>x;i/ 

*Z^7S/) -3-7i-KW-M>F-il' (^^117 8) 
Bt& : 6 9 . 5 - 7 0. 5 <C 

'H-NMR (DMSO-d 6 ) 5 : 2. 17 (3H, s) , 2. 30 (3H, s) , 2. 69 (6H, s) , 7. 19-7. 26 (2H, s) , 
7. 28 (2H, d, J=8Hz) , 7. 33-7. 38 (2H, m) , 7. 54-7. 64(5H, m) , 7. 71 (1H, s) , 
7. 72-7. 77 (1H, m) , 7. 93 (2H, d, J=8Hz) , 8. 08 (1H, d, J=9Hz) , 10. 46 (1H, s) 

mmm 21 c 5 ) 

3- (1- (4-y^W5/^>^JW -3-7iZHMrK>F 
5 — (Jl) -2, 4 (1H, 3H) -ttW>i?*> Oft^ 1 7 9 ) 

: 1 8 0 - 1 8 2 "C 
'H-NMR (DMSO-d 6 ) 5 : 3. 10 (6H, s) , 6. 89 (2H, d, J=9Hz) , 7. 25 (2H, d, J=9Hz) , 
7. 38 (1H, d, J=9Hz) , 7. 58 (2H, t, J=8Hz) , 7. 65-7. 75 (4H, m) , 7. 88 (1H, s) , 

7. 96 (1H, d, J=8Hz) , 8. 07-8. 1 1 (3H, m) , 8. 34 (1H, s) , 1 1. 57 (1H, s) 
$iMM2 1 (6) 

5 - t e r t -7*h + yM^7$/-l - (4-y^W5/^>^ 
)V) -3-7x-MW-M>F-^ (^18 0) 

: m&m* 

: 1 6 6 - 1 6 8 °C 
'H-NMR (DMS0-d 6 ) 5 : 1 . 50 (9H, s) , 3. 08 (6H, s) , 6. 87 (2H, d, J=9Hz) , 
7.53 (1H, d, J=9Hz) , 7. 59-7. 62 (2H, m) , 7. 66-7. 69 (3H, m) , 7. 94 (1H, d, J=9Hz) , 

8. 02 (3H, d, J=8Hz) , 8. 14 (1H, s) , 9. 52 (1H, brs) 
9&M 2 1 ( 7 ) 
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*18 1) 

: 1 6 9 - 1 7 1 °C 
'H-NMR(CDC1 3 ) 6 : 3. 94 (3H, s) , 7. 08(2H, d, J=9Hz) , 7. 56 (1H, d, J=9Hz) , 
7. 79 (2H, d, J=9Hz) , 8. 01 (1H, s) , 8. 1 2 (1H, d, J=9Hz) , 8. 51 (1H, s) , 1 0. 05 (1H, s) 

mmm 21 ( 8 ) 

5-7'd^-i- (4-^dd^>v<ji/) -3-*;i/^;i/-r>H-;i/ ac-s-^ 

18 2) 
fit& : 16 1-16 4°C 

'H-NMR(CDC1 3 ) 5 : 7. 53-7. 62 (3H, m) , 7. 74(2H, d, J=9Hz) , 7. 92 (1H, s) , 
8. 180H, d, J=9Hz) , 8. 50 (1H, d, J=9Hz) , 10. 04 (1H, s) 

mmm 2 1 o) 

i -^>y-r;i/- 3 5 h^w>K-;i/ (ft^tji 8 3) 

m& : 127-128*0 

'H-NMR(CDC1 3 ) 6 : 3. 92 (1H, s) , 7. 08 (1H, d, J=9Hz) , 7. 50-7. 63 (2H, n) , 

7. 63-7. 71 (1H, m) , 7. 71-7. 88 (3H, m) , 7. 90 (1H, s) , 8. 22 (1H, d, J=9Hz) , 
10.03UH, s) 

mmm 21 (10) 

3-*;w$;i^-i- (4--hn^>v/<;w -Y>H-;i/ «Mi8 4) 

2 0 9- 2 1 It 
'H-NMR(CDC1 3 ) (5 : 7. 43-7. 57 (2H, m) , 7. 82 (1H, s) , 7. 97 (2H, d, J=9Hz) , 

8. 29-8. 38 (2H, m) , 8. 47 (2H, d, J=9Hz) ,10.08 (1H, s) 
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mmm 21 (id 

18 5) 
II* : 1 2 8 - 1 3 0 TC 

•H-NMR(CDC1 3 ) 5 : 7. 41-7. 55 (3H, m) , 7. 55-7. 67 (1H, m) , 7. 73-7. 85 (2H, m) , 
7. 85-7. 95 (1H, m) , 8. 28-8. 42 (2H, m) , 10. 03 (1H, s) 

mmm 21(12) 

1- -3-*;U5;i/-r >H— ;p «t£-#/i8 6) 

Rb£ : 1 3 2- 1 3 410 

'H-NMR(CDC1 3 ) 8 : 7. 41-7. 55 (2H, m) , 7. 61 (2H, d, J=l 1Hz) , 7. 77(2H, d, J = llHz), 

7. 91 (1H, s) , 8. 23-8. 41 (2H, m) , 10. 10 (1H, s) 

mmm 21 (13) 

1- (2, 6 - w p D^>v-r;i/) - 3 -3fc;i^ji/-r > 

#11 8 7) 
fi*^ : 15 9-1611; 

'H-NMR(CDC1 3 ) 8 : 7. 40-7. 60 (6H, m) , 8. 32 (1H, d, J=7Hz) , 8. 65 (1H, d, J=7Hz) , 
10.03OH, s) 

mmm 21 (14) 

5 -ynt- 3 1 - (4-rho^>vv;w -t>f-;p <&&m 

18 8) 

MA: 2 3 6- 2 3 8t (dec.) 

'H-NMR(CDC1 3 ) <5 : 7. 63 (1H, d, J=8Hz) , 7. 82 (1H, s) , 7. 98 (2H, d, J=7Hz) , 

8. 25 (1H, d, J=8Hz) , 8. 48 (2H, d, J=7Hz) , 8. 51 (1H, s) , 10. 04 (1H, s) 
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mmm 21 (15) 

5 -Zfa^E- 3 1 - 1 , 2, 3-?7y7y-^- 

5-#;i/fc;i/) <>h-;p (^#ii8 9) 

: 189-190*0 
•H-NMRCCDCl,) 5 : 2. 88 (3H, s) , 7. 63 (1H, d, J=8Hz) , 7. 73 (1H, s) , 
8. 29 (1H, d, J=8Hz), 8. 51 (1H, s) , 10. 05 (1H, s) 

mmm 21 c 1 6 ) 

5-^0^-3-^^-1- (4-h<J7;Wa^fMW'f;W -f>K 
90) 

1 6 5 - 1 6 6 "C 

■H-NMRCCDClj) 6 : 7. 61 (1H, dd, J=9Hz, J=2Hz), 7. 86 (1H, s), 7. 90(4H, s) , 
8. 25 (1H, d, J=9Hz) , 8. 51 (1H, d, J=2Hz) , 10. 04 (1H, s) 

mmm 21 (17) 

5-^Dt-3-*;^ji/-i- (i-t7h-fji/) -r>F-;i/ 

#119 1) • 
tttt : mt&titt 
MA: 149-151'C 

'H-NMR (CDCI3) <3 : 7. 52-7. 70 (5H, m) , 7. 70-7. 80 (1H, m) , 7. 89 (1H, d, J=8Hz) , 
8. 01 (1H, d, J=8Hz) , 8. 14(1H, d, J=8Hz) , 8. 37 (1H, d, J=8Hz) ,8.51 (1H, s) , 
9.89 0H, s) 

mmm 21 ( 1 8 ) 

5--fu^-3-^)VS.)V-l- (2-70-01/) -T>H-;i/ (ft^*19 2) 
m&: 1 3 5 - 1 3 7 °C 
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'H-NMR(CDC1 3 ) <5 : 6. 75 (1H, s) , 7. 50-7. 62 (2H, m) , 7. 80 (1H, s) , 
8. 33 (1H, d, J=9Hz), 8. 51 (1H, s), 8. 75 (1H, s), 10. 15(1H, s) 
mMM 2 1 (19) 

5-^Dt-i- (4 -if 7xz;^Mz;w -3-*;i^;wr>F-;u (-ft 

^19 3) 
tttt : 

Blj& : 1 7 9 - 1 8 1 °C 

'H-NMR(CDC1 3 ) 5 : 7. 40-7. 61 (4H, m) , 7. 61-7. 72 (2H,m) , 7. 72-7. 90 (4H, m) , 
8. 04 (1H, s) , 8. 23 (1H, d, J=9Hz) , 8. 52 (1H, s) , 10. 06 (1H, s) 

mmm 21(20) 

5-^Dt-3-*M^-i- (4- (i-tfnu;i/) ^>w;i/) <>F- 
;p «fc-&«i 9 4) 

: 2 0 1 - 2 0 3T: 
'H-NMR(CDC1 3 ) 5 : 6. 45 (2H, s) , 7. 22 (2H, s) , 7. 56-7. 77 (3H, m) , 

7. 89 (2H, d, J=8Hz) , 8. 02 (1H, s) , 8. 18 (1H, d, J=9Hz) , 8. 52 (1H, s), 10- 07 (1H, s) 

mmm 21 (21) 

5 3 -frfr^JV- 1 - (3, 4, 5 - HJ* h^^>y-T;i/) -f > 

H-;w Ofb^l 9 5) 

Sfi * : 1 8 9 - 1 9 2 "C 

'H-NMR(CDC1 3 ) 6 : 3. 91 (6H, s) , 3. 98 (3H, s) , 6. 99 (2H, s) , 7. 59 (1H, d, J=9Hz) , 

8. 03 (1H, s) , 8. 140H, d, J=9Hz) , 8. 51 (1H, s) , 10. 06 (1H, s) 

mmm 21 (22) 

#119 6) 
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B!6 * : 2 1 0 - 2 1 2 <C 

■H-NMR (CDC1 3 ) 5 : 7.62 (1H, d, J=9Hz) , 7.86 (lH.s), 7.95 (2H, d, J=8Hz) , 

8. 1 3 (2H, d, J=8Hz) , 8. 24 (1H, d, J=9Hz) , 8. 52 (1H, s) , 10. 04 (1H, s) , 10. 19 (1H, s) 

mmm 21 (23) 

19 7) 
ffl&: 1 9 5 - 1 9 7 °C 

'H-NMR(CDC1 3 ) 5 : 4. 01 (3H, s) , 7. 60(1H, d, J=9Hz) , 7. 80-7. 91 (3H, m) , 
8. 19-8. 33 (3H, m) , 8. 51 (1H, s) , 10. 03 (1H, s) 

mmm 21 (24) 

4- (5-^d^-3-^h;k>f-jhi-<;0 ^3Ji/#-j^lSi 

({b-&#l 19 8) 
M& :>290t 

'H-NMR (DMS0-d 6 ) d : 7. 70(1H, d, J=9Hz), 7. 98(2.H,d, J=8Hz), 8. 16(2H, d, J=8Hz), 
8. 28 (1H, d, J=9Hz) , 8. 32 (1H, s) , 8. 54 (1H, s) , 10. 02 (1H, s) 

mmm 21 (25) 

3 1 - (4-*h*i"<>"M)i<) - 5 hu-r > 

15199) 
tttt : 

: 2 4 7-2 5 0t 
'H-NMR (DMS0-d 6 ) 5 : 3. 91 (3H, s) , 7. 21 (2H, d, J=8Hz) , 7. 91 (2H, d, J=9Hz) , 
8. 37(2H, s),8. 80OH, s), 8. 98(1H, s) , 10. 11 (1H, s) 

mmm 21 (26) 

4 -7^^- 3 --xvi^jv- 1 - (4 h*>"*>'M )V> -f>F— ;p Ofb-o- 
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#12 0 0) 

1 7 2- 1 7 4-C 

'H-NMR(CDC1 3 ) 8 : 3. 93 (3H, s) , 7. 05 (2H, d, J=9Hz) , 7. 30 (1H, t, J=8Hz) , 
7. 62 (1H, d, J=8Hz) , 7. 76 (2H, d, J=9Hz) , 8. 1 8 (1H, s) , 8. 34 (1H, d, J=8Hz) , 
11.00UH, s) 

mmm 21 (27) 

2 0 1) 
tttt : 

Bt& : 1 8 7 - 1 9 0 °C 

'H-NMR(CDC1 3 ) 5 : 7. 58(1H, dd, J=9Hz, J=2Hz), 7. 63 (2H, d, J=9Hz) , 
7. 73 (2H, d, J=9Hz) , 7. 90 (1H, s) , 8. 1 7 (1H, d, J=9Hz) , 8. 49 (1H, d, J=2Hz) , 
10. 03 (1H, s) 

mmm 21 (28) 

2 0 2) 
96 & : 1 5 2 - 1 5 3 *C 

l H-NMR(CDCl 3 ) 8 : 2. 50 (3H, s) , 7. 40(2H, d, J=8Hz) , 7. 57 (1H, dd, J=9Hz, J=2Hz) , 
7. 69 (2H, d, J=8Hz) , 7. 98 (1H, s) , 8. 17 (1H, d, J=9Hz) , 8. 49 (1H, d, J=2Hz) , 
10. 03 (1H, s) 

mmm 21 (29) 
m2 0 3) 
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M£ : 175-176t 

'H-NMR(CDC1 3 ) 6 : 7. 21-7. 32 (2H, m) , 7. 58 (1H, dd, J=9Hz, J=2Hz) , 

7. 79-7. 88 (2H, m) , 7. 94 (1H, s) , 8. 1 6 (1H, d, J=9Hz) , 8. 50 (1H, d, J=2Hz) , 
10. 04 (1H, s) 

mmm 2100) 

^12 0 4) 

: 1 8 0 - 1 8 2 "C 
'H-NMR(CDC1 3 ) <5 : 7. 55-7. 64 (2H, m) , 7. 88 (1H, s) , 8. 09 (1H, dd, J=7Hz, J=2Hz) , 

8. 22 (1H, d, J=9Hz) , 8. 51 (1H, d, J=2Hz) , 8. 81 (1H, d, J=2Hz) , 1 0. 06 (1H, s) 

mmm 21 ( 3 1 ) 

6-^p^-3-^;1/^;p- 1- (4-*h*>"<>'M)i>) -r>F-;u ort-& 

112 0 5) 

1 0 3 - 1 0 5 "C 

'H-NMR(CDC1 3 ) 6 : 3. 94 (3H, s) , 7. 07 (2H, d, J=9Hz) , 7. 56 (1H, dd, J=8Hz, J=2Hz) , 
7. 78 (2H, d, J=9Hz) , 7. 98 (1H, s) , 8. 19 (1H, d, J=8Hz) , 8. 48 (1H, d, J=2Hz) , 
10. 05 (1H, s) 
nffiM 2 1 (32) 

3-T-fe^-i- (4-^ua^>y-r;i/) -r>H-;i/ (^206) 

Si jS : 1 9 7 - 1 9 9 °C 

'H-NMR(CDC1 3 ) 6 : 2. 52 (3H, s) , 7. 40-7. 50 (2H, m) , 7. 59 (2H, d, J=8Hz) , 
7. 74 (2H, d, J=8Hz) , 7. 90 (1H, s) , 8. 15-8. 24 (1H, m) , 8. 33-8. 44 (1H, m) 

mmm 21 (33) 
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3-T-fe^-l- (4 h^y^>^J0 -f > H— ;i/ 2 0 7 ) 

tttt : 

Bt& : 1 6 5 - 1 6 7 °C 

'H-NMR(CDC1 3 ) 5 : 2. 53 (3H, s) , 3. 94(3H, s) , 7. 07 (2H, d, J=8Hz) , 

7. 39-7. 50 (2H, m) , 7. 79 (2H, d, J=8Hz) ,8.01 (1H, s) , 8. 11-8. 22 (1H, m) , 

8. 35-8. 45 (1H, m) 

mmm 21 (34) 

3-7tfjV-l- (2-7D^fJW <>F-;i/ (ft^2 0 8) 
: 13 1-13 3t 
'H-NMR(CDC1 3 ) 5 : 2. 63 (3H, s) , 6. 73 (1H, s) , 7. 39-7. 48 (2H, m) , 
7. 55 (1H, d, J=4Hz) , 7. 79 (1H, s) , 8. 33-8. 46 (2H, m) , 8. 67 (1H, s) 

mmm 21 (35) 

1- (4 -j* h^>-^>v-r;u) -3 — r >k-;w*;^>bi^5 l ji/ at^r 

#12 0 9) 
It& : 1 4 6 - 1 4 8 V 

'H-NMR (CDC 1 3 ) 6 : 3. 93 (3H, s) , 7. 05 (2H, d, J=9Hz) , 7. 38-7. 47 (2H, m) , 
7. 77 (2H, d, J=9Hz) , 8. 06 (1H, s) , 8. 18-8. 25 (1H, m) , 8. 25-8. 36 (1H, m) 
mum 2 1 (36) 

3-yyy-i - (4-^b^y^>^^)i) -r>F-;i/ (fb^2io) 
: m®mm 

MA: 179-181t 

'H-NMR (CDC 1 3 ) 6 : 3. 94 (3H, s) , 7. 06 (2H, d, J=9Hz) , 7. 41-7. 54 (2H, m) , 
7. 70-7. 82 (3H, m) , 7. 92 (1H, s) , 8. 25-8. 33 (1H, m) 

nmm 21 (37) 
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;wr>F-;u ({t&ta2 1 1) 

ML& : 1 1 3 - 1 1 5 *C 

'H-NMR(CDC1 3 ) (5 : 3. 95 (3H, s) , 7. 08 (2H, d, J=9Hz) , 7. 59 (1H, dd, J=9Hz, J=2Hz) , 
7. 78 (2H, d, J-9Hz) , 8. 07 (1H, d, J=9Hz) , 8. 26 (1H, s) , 8. 60 (1H, d, J=2Hz) 

mmm 21 (38) 

h*-;w (ik&M2 1 2) 

'14^ : 

Bt£ : 110-112TC 

'H-NMR(CDC1 3 ) 5 : 3. 95 (3H, s) , 7. 08 (2H, d, J=9Hz) , 7. 59 (1H, dd, J=9Hz, J=2Hz) . 
7. 79 (2H, d, J=9Hz) , 8. 06 (1H, d, J=9Hz) , 8. 21 (1H, d, J=2Hz) , 8. 57 (1H, d, J=2Hz) 

mmm 21 (39) 

1- (4-p< h^r^>y-r;u) -3-" t>hu;p) -2- 

RKjA : 1 6 3- 1 6 51) 

'H-NMR(CDC1 3 ) a : 2. 33 (3H, s) , 2. 37-2. 50 (4H, m) , 3. 42-3. 59 (2H, m) , 
3. 68-3. 78 (2H, m) , 3. 93 (3H, s) , 7. 06 (2H, d, J=9Hz) , 7. 55 (1H, d, J=9Hz) , 
7. 78 (2H, d, J=9Hz) , 8. 08 (1H, d, J=9Hz) , 8. 1 9 (1H, s) , 8. 57 (1H, s) 

mmm 21 (40) 

5- (3-hHo+y-3-/^-l-7*«) -1- (4-^h^~>^> 
- 3 — ( > F-;i/^j;i/*T;i/^t: F (ik&m2 1 4) 

: 1 5 0 - 1 5 3 *C 
'H-NMR(CDC1 3 ) 6 : 1. 65 (6H, s) , 2. 09 (1H, s) , 3. 94(3H, s) , 7. 07 (2H, d, J=9Hz) , 
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7. 49 (1H, dd, J=9Hz, J=2Hz) , 7. 79 (2H, d, J=9Hz) , 8. 02 (1H, s) ,8.15 (1H, d, J=9Hz) , 
8.41 (lH,s), 10.06 (1H, s) 
mm 2 1 (41) 

5 -yu=t- 1 - (4-^ h ; *i''<>V-4)V) ~ 3 -7xz;^MzM>h* 
(4t&W2 1 5) 
tttt : 

: 1 9 8 - 2 0 1 "C 
'H-NMR(CDC1 3 ) 5 : 3. 95 (3H, s) , 7. 07 (2H, d, J=9Hz) , 7. 48-7. 63 (4H, m) , 
7. 76 (2H, d, J=9Hz) , 7. 99-8. 1 8 (5H, m) 

mmm 21 (42) 

5 -t/D^E- 3 - (4-^DD7x^JI/XJU31n— ;P) -1- (4-*h3rS"S> 

<>F-;i/ (it&M2 1 6) 

14^ : 

: 2 0 2-2 0 5t 
'H-NMR(CDC1 3 ) d : 3.95 (3H,s), 7.07 (2H,d,J=9Hz), 7.50 (2H,d,J=9Hz), 

7. 54 (1H, dd, J=9Hz, J=2Hz) , 7. 75 (2H, d, J=9Hz) , 7. 94 (2H, d. J=9Hz) , 

8. 04 (1H, d, J=2Hz) , 8. 1 2 (1H, d, J=9Hz) 

mmm 21 (43) 

5-^D^-l- (2 -^fJK>^JW -3-7x^Jl/XM^M>H- 

;p tffc^ft 217) 

tttt : 

Si* : 1 9 7 - 2 0 0 "C 

'H-NMR(CDC1 3 ) 5 : 2. 35(3H,s),7. 34-7. 41 (3H,m), 7. 49-7. 58(4H,m). 

7. 58-7. 62 (1H, m) , 7. 77 (1H, s) , 7. 99 (2H, d, J=9Hz) , 8. 04 (1H, d, J=2Hz) , 

8. 24(1H, d, J=9Hz) 

mmm 21 (44) 
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-r>H-;i/ (4k-e>m2 1 8) 

tttK : ^fe^* 

Ht£ : 2 1 5 - 2 1 7 1: 

'H-NMR(CDC1 3 ) 5 : 3. 14 (6H, s) , 6. 74(2H, d, J=9Hz) , 7. 46-7. 55 (3H, m) , 
7. 55-7. 60 (1H, m) , 7. 70 (2H, d, J=9Hz) , 7. 98-8. 08 (4H, m) . 8. 1 5 (1H, s) 

mmm 21 (45) 

-r >F-;i/ Wb-&*2 i 9) 

'H-NMR(CDC1 3 ) <5 : 2. 66 (6H, s) , 7. 01-7. 09 (2H, m) , 7. 45-7. 60 (6H, m) , 
7. 75 (1H, s) , 7. 97-8. 00 (2H, m) , 8. 04 (1H, d, J=2Hz) , 8. 30 (1H, d, J=9Hz) 
mmM 2 1 (46) 

5 -7*0^- 1 - (3-y^W^/^>^JW -3-7x-m» 

>t>f-;p ut&W2 2 o) 

Ht^C : 2 2 1 - 2 2 3 "C 

'H-NMR(CDC1 3 ) 6 : 3. 03 (6H, s) , 6. 93-7. 00 (3H, m) , 7. 38-7. 41 (1H, m) , 
7. 49-7. 58 (3H, m) , 7. 58-7. 60 (1H, m) , 7. 96-8. 01 (2H, m) , 8. 07 (1H, d, J=2Hz) , 
8. 1 1 (1H, s) , 8. 22 (1H, d, J=9Hz) 
mMM2 1(47) 

5-7'nt-l- (3-> ? ^^;i/T5/-2-^^;^>yV;W -3-7i^ 
;UX;l/tf?-;M' y 2 2 1) 

fht& : 1 5 4 - 1 5 7 r 

'H-NMR(CDC1 3 ) 6 : 2. 24 (3H, s) , 2. 77 (6H, s) , 7. 03 (1H, d, J=6Hz) , 
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7. 22-7. 32 (2H, m) , 7. 48-7. 61 (4H, m) , 7. 96-8. 05 (3H, m) , 8. 25 (1H, d, J=9Hz) 

mmm 21 (48) 

3- (^>y?7V-JI/- 2 - -5-7*nt-l- (4-v 5 * 

^7 5 7^>^JW <>F-;i/ (fc^2 2 2) 

Bfi * : 2 6 3 - 2 6 6 r 

'H-NMR(CDC1 3 ) 6 : 3. 14 (6H, s) , 6. 75 (2H, d, J=9Hz) , 7. 50-7. 60 (3H, m) , 

7. 71 (2H, d, J=9Hz) , 7. 97 (1H, d, J=9Hz) , 8. 05 (1H, d, J=9Hz) , 8. 1 6 (1H, d, J=9Hz) , 

8. 30(lH,d, J=2Hz),8. 34 (1H, s) 

mmm 21 (49) 

(4-y^fjl/75 7 / <>^;i/) -3 - 

5— r;i/x;v*-;w >r>F-;w (^22 3) 

tttt : 

: 2 2 5- 2 2 8t 
'H-NMR(CDC1 3 ) (5 : 3. 14 (6H, s), 6. 73(2H, d, J=9Hz) , 7. 54 (1H, d, J=9Hz), 
7. 58-7. 60 (4H, m) , 7. 60-7. 66 (1H, m) , 7. 68 (2H, d, J=9Hz) , 7. 85 (1H, s) , 
8.02UH, d, J=9Hz),8.08(lH,s) 

mmm 21 (50) 
h-;p (ik&W2 24) 

Bt& : 1 1 0 - 1 1 2 "C 

'H-NMR(CDC1 3 ) 6 : 3. 93 (3H, s) , 7. 06 (2H, d, J=9Hz) , 7. 45-7. 55 (4H, m) , 
7. 58 (1H, d, J=2Hz) , 7. 72 (1H, d, J=7Hz) , 7. 76 (2H, d, J=9Hz) , 7. 87 (1H, s) , 
8. 14(lH,d, J=9Hz) 

^mmm 21 (51) 
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1- (4-* F + y^^y-fJH -3 - (4-^^7o:Zi;i/X;^-;U) -5 
Bt& : 9 9 - 1 0 2 "C 

'H-NMR(CDC1 3 ) 6 : 2. 40 (3H, s) , 3. 95 (3H, s) , 7. 07 (2H, d, J=9Hz) , 

7. 32 (2H, d, J=9Hz) , 7. 36-7. 42 (3H, m) , 7. 57-7. 61 (3H, m) , 7. 77 (2H, d, J=9Hz) , 

7. 92 (2H, d, J=9Hz) , 8. 08-8. 1 1 (2H, m) , 8. 22 (1H, d, J=9Hz) 

mmm 21 (52) 

5-1>5?)Vttis-l- (4-*b*>"0*M)l) -3- (4-OT7x 

nju^;i/ajN-;w -<>H-;i/ (^2 2 6) 

: it&fft* 
HI * : 1 4 3 - 1 4 5 *C 

'H-NMR(CDC1 3 ) 6 : 2. 38 (3H, s) , 3. 94 (3H, s) , 5. 16 (2H, s) , 

7. 05 (2H, d, J=9Hz) , 7. 10 (1H, dd, J=9Hz, J=3Hz) , 7. 23 (2H, d, J=8Hz) , 

7. 33-7. 44 (4H, m) , 7. 48 (2H, d, J=8Hz) , 7. 74 (2H, d, J=9Hz) , 7. 80 (2H, d, J=9Hz) , 

7. 99 (1H, s) , 8. 1 6 (1H, d, J=9Hz) 

mmm 21 (53) 

5 -1>i?)Vtti'- 1 - (4-y^^75/^>^jW -3- (4-^^ 

;V7iz;^W-;w -f>F-;i/ (fb^#/2 2 7) 

H£ : 164-166=0 

'H-NMR(CDC1 3 ) 5 : 3. 12 (6H, s) , 5. 17(2H, s) , 6. 74 (2H, d, J=9Hz) , 
7. 09 (1H, dd, J=9Hz, J=2Hz) , 7. 33-7. 54 (9H, m) , 7. 70 (2H, d, J=9Hz) , 
7. 89-7. 92 (2H, m) , 8. 06-8. 10 (2H, m) 

mmm 21 (54) 

5 -y'u^E- 3 1 — (>\*—)Vl3)V#>n. text -y*^)i 
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#12 2 8) 
m & : 1 6 7 - 1 6 9 °C 

'H-NMR(CDC1 3 ) 6 : 1 . 71 (9H, s) , 7. 51 (1H, dd, J=9Hz, J=2Hz) , 8. 03 (1H, d, J=9Hz) , 
8. 21 (1H, s) , 8. 46 (1H, d, J=2Hz) ,10.07 (1H, s) 

mum 21 (55) 

4 -r/o^t- 3 1 --r > H-;i/*;i/^>m tert 

®2 2 9) 

: m&m* 

m&: 1 2 0 - 1 2 2 r 

'H-NMR(CDC1 3 ) 6 : 1. 68(9H, s), 7. 21-7. 28(lH,m), 7. 56 (1H, d, J=8Hz), 
8. 28 (1H, d, J=8Hz) , 8. 39 (1H, s) , 10. 98 (1H, s) 

mmm 21 (56) 

®2 3 0) 
Bt& : 2 1 1 - 2 1 3 r 

'H-NMR(CDC1 3 ) <5 : 1 . 71 (9H, s) , 7. 49 (1H, dd, J=9Hz, J=2Hz) , 8. 15 (1H, d, J=9Hz) , 
8. 19(lH,s),8.37(lH,s), 10.08(lH,s) 

nmm 21 (57) 

5 3-7x-W- 1 — T > H— tert -^)V 

Ut&M 2 3 1) 

I1& : 1 3 9 - 1 4 1 "C 

'H-NMR(CDC1 3 ) 5 : 1 . 68 (9H, s) , 7. 10-7. 19 (3H, m) , 7. 1 9-7. 24 (2H, m) , 
7.45C1H, dd, J=9Hz, J=2Hz), 7. 63 (1H, d, J=2Hz), 7. 86 (1H, s) , 8.02-8. 09 (1H, m) 
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mmm 21 (58) 

Itert- (^#1 2 3 2) 

tt« : tefetft* 

: 1 3 3 - 1 3 7 <C 
'H-NMR(CDC1 3 ) 5 : 1. 70(9H, s), 2. 74(3H, s), 7. 04(2H, d, J=7Hz), 
7. 09 (1H, t , J=7Hz) ,7.19 (2H, t, J=7Hz) , 7. 37 (1H, dd, J=9Hz, J=2Hz) , 
7. 63 (1H, d, J=2Hz) , 8. 02 (1H, d, J=9Hz) 

mmm 21 (59) 

5 -7*0*- 3 - (2-\ZVi?)Vtt) -l-^>F-JPM#>Stert- 
7^ «b-&#J 2 3 3) 

ffll : 1 2 7 - 1 2 8 r 

'H-NMR(CDC1 3 ) d : 1 . 68 (9H, s) , 6. 87 (1H, d, J=8Hz) , 6. 98-7. 03 (1H, m) , 

7. 40-7. 50 (2H, m) , 7. 65 (1H, s) , 7. 93 (1H, s) , 8. 08-8. 12 (1H, m) , 8. 42 (1H, s) 
H»<I 2 1 (60) 

5 -ypt- 2 -^)V- 3 - {z-wsvvtt) -l — r>F-;k*7;i^> 

Itert -77)l> (it&M2 3 4) 

'H-NMR(CDC1 3 ) 5 : 1. 71 (9H, s), 2. 74(3H, s) , 6. 69(1H, d, J=9Hz), 
6. 98 (1H, dd, J=6Hz, J=5Hz) , 7. 36-7. 41 (2H, m) , 7. 63 (1H, d, J=2Hz) , 

8. 04 (1H, d, J=9Hz) , 8. 41 (1H, d, J=5Hz) 

mmm 21 c 6 1 ) 

2 - (5 -^D^E- 1 - t e r t -^h^istDltf—JV- 2-pWM* > K— ;i/ 
- 3 — f £,E#^>^;p (it^2 3 5) 

: 
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'H-NMR(CDC1 3 ) 6 : 1. 71 (9H, s), 2. 71 (3H, s), 5. 45C2H, s), 

6. 68 (1H, d, J=8Hz) , 7. 09-7. 1 2 (1H, m) , 7. 1 6-7. 20 (1H, m) , 7. 30-7. 43 (4H, m) , 

7. 50-7. 52 (2H, m) , 7. 57 (1H, d, J=2Hz) , 8. 04 (1H, d, J=9Hz) , 8. 10 (1H, d, J=8Hz) 

mmm 22 en 

5- (3-^dd7x-;W -3-*;u5;u-i- (4 h^^o^MJV) 
-T>F-;i/ 0ft<&4&2 3 6) 

5 -^U^E- 3 -^)V%)V- 1 - (4 h + y^>^^) -f>h*- 

0. lg, (3-^DD7i^) ^tFD + -/#7>66mg, » 
h'J>)A4 5mg, hfXhU7xnMX7^>A°7y^A^oU H (PdC 
lj (PPhj) 2 ) 20mg, h'j7i^*X7^>l 4mg$hJH>4ml, 
7jc 1 m 1 fcj&n*. 3 B#|H|jl8Kb&. KJ^S7K«cL/«l7KiKtt^^>'^ 

#j£4 6mg#fe. 

Bt& : 1 7 6 - 1 7 8 V, 

'H-NMRCCDCl,) 5 : 3. 95 (3H, s),7. 09 (2H, d, J=9Hz) , 7. 30-7. 43 (2H, m) , 

7. 55-7. 61 (1H, m) , 7. 61-7. 71 (2H, m) , 7. 82 (2H, d, J=9Hz) , 8. 06 (1H, s) , 

8. 29 (1H, d, J=9Hz) , 8. 54 (1H, s) , 1 0. 1 1 (1H, s) 

mmm 22 c 2 ) - (21) 
mrnw2 2 (1) tmmizvx, zxro (^237) - (M256) 

mmm 22 c 2 ) 

1- (4-7nn^>^;W - 3-*J^;v-5-7x-JH>H-^ Oft^ 
#12 3 7) 
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: 1 8 9 - 1 9 1 °C 
'H-NMR (CDC1 3 ) 6 : 7. 37-7. 44 (1H, m) , 7. 44-7. 52 (2H, m) , 7. 52-7. 66 (2H, n) , 
7. 66-7. 80 (5H, m) , 7. 95 (1H, s) , 8. 34(1H, d, J=9Hz) , 8. 57 (1H, s) , 10. 1 1 (1H, s) 

mmm 22 c 3 ) 

3 - sfc;us;u- 5 - (4-*;r;i^7i-;w -1- (4-^h^> > /'f 

>F-;P Uk&m2 3 8) 
tt^c : n&B* 
MA: 2 3 5 - 2 3 8 V 

'H-NMR (CDC 1 3 ) 6 : 3. 95 (3H, s) , 7. 09 (2H, d, J=9Hz) , 7. 74 (1H, d, J=9Hz) , 

7. 82 (2H, d, J=9Hz) , 7. 88 (2H, d, J=9Hz) , 7. 99 (2H, d, J=9Hz) , 8. 08 (1H, s) , 

8. 32 (1H, d, J=9Hz) , 8. 63 (1H, s) , 1 0. 09 (1H, s) , 10. 12 (1H, s) 

mmm2 2 (4) 

5- (2- (N-ter t-W^rW) 7x^;W -1- (4-* 

h*>'^>\/-r;!/) -3-^;w^;i/-r>H-;u (M239) 

B$ : 2 0 0 - 2 0 2 <C 

'H-NMR (CDCl,) 8 : 3. 60 (1H, s) , 3. 95 (3H, s),7. 10(2H, d, J=9Hz), 

7. 30-7. 41 (1H, m) , 7. 41-7. 68 (3H, m) , 7. 83 (2H, d, J=9Hz) , 8. 09 (1H, s) , 

8. 20 (1H, d, J=7Hz) , 8. 28 (1H, d, J=9Hz) , 8. 38 (1H, s) , 10. 09 (1H, s) 

mmm 22 ( 5 > 

4- (2- (N-tert-^fKJI/7 7W) 7i^W - 3 

-l - (4 h^~>^>y-r;w -y>f-;p (M240) 

tt« : 

ilt& : 2 1 4 - 2 1 5 r 

■H-NMR(CDC1 3 ) 5 : 1. 14 (9H,s), 3.62 (lH.s), 3.92 (3H, s), 7.04 (2H,d, J=9Hz), 
7. 35 (1H, d, J=8Hz) , 7. 41 (1H, d, J=8Hz) , 7. 50 (1H, t , J=8Hz) , 7. 56-7. 64 (2H, in) , 
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7. 78 (2H, d, J=9Hz) , 8. 07 (1H, s) , 8. 22 (1H, d, J=8Hz) , 8. 47 (1H, d, J=8Hz) , 
9.06C1H, s) 

mmm 22(6) 

6- (2- (N-tert-yfM^r^^) 7 x.~)V) -1- (4-* 

b*r>"<>*M)V) - 3 -*;i^;w >f-;p (IM2 4D 

tttt : Mfe^* 

fSi& : 1 6 3 - 1 6 5 "C 

'H-NMR(CDC1 3 ) 5 : 1. 08 (9H, s) , 3. 68(1H, s) , 3. 94(3H, s) , 7. 08 (2H, d, J=9Hz) , 

7. 32-7. 38 (1H, m) , 7. 46-7. 59 (3H, m) , 7. 81 (2H, d, J=9Hz) , 8. 08 (1H, s) , 

8. 1 9 (1H, d, J=9Hz) , 8. 38 (1H, d, J=9Hz) , 8. 43 (1H, s) , 10. 1 2 (1H, s) 

mmm 22 c 7 ) 

5- (2- (N-tert-W7Jl/77W) 7x'JW -1- (4-* 
Mj£ : 2 0 8-2 1 01; 

'H-NMR(CDC1 3 ) 5 : 0. 94 (9H, s), 3. 44(1H, s) , 3. 96 (3H, s) , 7. 09 (2H, d, J=9Hz) , 
7. 32-7. 34 (1H, m) , 7. 49-7. 61 (6H, m) , 7. 79 (2H, d, J=9Hz) , 8. 05-8. 08 (3H, m) , 
8. 13C1H, s),8. 20-8. 21 (1H, s),8. 31 (lH,d, J=8Hz) 

mmm 22 ( 8 ) 

5- (2- (N-tert-7"fJ^7 7W) 7 -1- (4-j* 

h^>^>vW -3 - (2 - tf u >?;i/x;i/^-;i/) 

IJ 2 4 3) 

: 1 9 8 - 2 0 1 °C 
'H-NMR(CDC1 3 ) 6 : 1 . 02 (9H, s) , 3. 95 (3H, s) , 7. 08 (2H, d, J=9Hz) , 
7. 35 (1H, d, J=8Hz) , 7. 46-7. 54 (2H, m) , 7. 54-7. 61 (2H, m) , 7. 80 (2H, d, J=9Hz) , 
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7. 91-7. 98 (1H, m) , 8. 20 (1H, d, J=8Hz) , 8. 24 (2H, s) , 8. 26 (1H, d, J=8Hz) , 

8. 33(lH,d, J=8Hz),8. 68C1H, s) 

mmm 22 o) 

5- (2- (N-tert-yf^V77W) 7i^JW -1- (4-^ 

h=^>^>W;i/) -3- (4-/^7x^xw-jw -oh— ;v (fb-g- 

#12 44) 

1 9 6 - 1 9 9 V 

'H-NMR(CDC1 3 ) 6 : 0. 95 (9H, s) , 2. 38(3H, s) , 3. 47 (1H, s) , 3. 95 (3H, s) , 
7. 08 (2H, d, J=9Hz) , 7. 29 (2H, d, J=9Hz) , 7. 33 (1H, d, J=7Hz) , 7. 50-7. 56 (1H, m) , 
7. 56-7. 62 (2H, m) , 7. 79 (2H, d, J=9Hz) , 7. 93 (2H, d, J=8Hz) , 8. 07 (1H, s) , 
8. 10UH, s),8. 20(lH,d, J=8Hz), 8. 30(1H, d, J=9Hz) 

mmm 22 ( 1 0 ) 

5- (2- (N-tert-T'fK^rW) 7x'JW -3- (4-£ 

oD7i^jy») -l - (4-^ b^^> x MM -f>H-;v 

i2 4 5) 

: M7^7 7X 
'H-NMR(CDC1 3 ) 5 : 0. 98 (9H, s) , 3. 44 (1H, s) , 3. 96 (3H, s) , 7. 09 (2H, d, J=9Hz) , 

7. 33 (1H, d, J=6Hz) , 7. 48 (2H, d, J=9Hz) , 7. 50-7. 62 (3H, m) , 7. 78 (2H, d, J=9Hz) , 

8. 01 (2H, d, J-9Hz) , 8. 09-8. 12 (2H, m) , 8. 21 (1H, d, J=8Hz) , 8. 32 (1H, d, J=9Hz) 

mmm 22 (id 

5- (2- (N-tert-7*fJ^Jl/77W) 7xnjW -1- (4-v 
^fJl/75 7^>^;i/) - 2 -*3\>I/- 3 -7xZK^^M > 

2 4 6) 

Rfej^C : 224-227 °C 
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'H-NMR(CDC1 3 ) 6 : 0. 93 (9H, s) , 2. 77 (3H, s) , 3. 13 (6H, s) , 3. 40 (1H, s) , 

6. 65 (2H, d, J=9Hz) , 7. 15 (1H, d, J=9Hz) , 7. 35-7. 39 (2H, m) , 7. 46-7. 52 (3H, m) , 

7. 52-7. 64 (4H, m) , 8. 04 (2H, d, J=7Hz) , 8. 18 (1H, d, J=7Hz) , 8. 23 (1H, s) 

mmm 22 (12) 

5- (2- (N-tert-yfJW^r^E-fJl/) 7i-Jk) -1- (3-5> 

(4b^r^ 2 4 7) 

: ft£f&* 
St& : 2 0 0 - 2 0 2 *C 

'H-NMR(CDC1 3 ) <5 : 0. 95 (9H, s) , 2. 77 (3H, s) , 3. 01 (6H, s) , 3. 46 (1H, s) , 

6. 88 (1H, d, J=8Hz) , 7. 01 (1H, d, J=9Hz) , 7. 08-7. 15 (2H, m) , 7. 28-7. 32 (1H, m) , 

7. 32-7. 39 (2H, m) , 7. 48-7. 54 (2H, m) , 7. 54-7. 61 (2H, m) , 8. 05 (2H, d, J=8Hz) , 
8. 18C1H, d, J=7Hz),8. 25(1H, s) 

mffiffl 2 2 (13) 

5- (2- (N-tert-^X^7 7HJW 7x'JW -1- (3-v 

t^vy $ ; M -3- (2-fc?u^;kx;M*~;W <>H-;i/ 

#2 4 8) 
'l» : 

'H-NMR(CDC1 3 ) (3 : 1. 03 (9H, s) , 3. 04(6H, s) , 4. 01 (1H, s) , 6. 97-7. 03 (3H, m) , 

7. 35 (1H, d, J=8Hz) , 7. 40 (1H, t, J=8Hz) , 7. 45-7. 61 (4H, m) , 7. 91-7. 98 (1H, m) , 

8. 20 (1H, d, J=8Hz) , 8. 23-8. 28 (3H, m) , 8. 43 (IH, d, J=9Hz) , 8. 68 (1H, s) 

mmm 22 (14) 

5- (4-*;i/5Jl/7x-JW -1- (4-* h^O'MJV) -3-7x.~ 
)V7.)VT^ZL)V^y^-)V (fb-^t/2 4 9) 

: 2 4 0 - 2 4 2 "C 
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'H-NMR(CDC1 3 ) <5 : 3. 65 (3H, s) , 7. 09 (2H, d, J=9Hz) , 7. 50-7. 54 (2H, m) , 

7. 56-7. 59 (1H, m) , 7. 71 (1H, dd, J=9Hz, J=2Hz) , 7. 77-7. 82 (4H, m) , 

8. 00 (2H, d, J=9Hz) , 8. 02-8. 06 (2H, m) , 8. 14 (1H, s) , 8. 1 6 (1H, d, J=2Hz) , 
8.36C1H, d, J=9Hz), 10. 10(lH,s) 

$mm 2 2 (15) 

5 - (2 - (1-tert -Zf^)V- 1 H-T" h7 7- )V- 5 -^)V) 7x" 

M - l- (4-> ? ^^;i/T^y^>y-r;i/) -3-7izhm;m>f 

-)V ({t&®2 5 0) 
M& : 1 8 2 - 1 8 5 *C 

'H-NMR (CDC 1 3 ) 5 : 1. 48(9H, s), 3. 13(6H, s), 6. 75(2H, d, J=9Hz), 

7. 43-7. 58 (7H, m) , 7. 68-7. 75 (3H, m) , 7. 92-7. 98 (3H, m) , 7. 70 (1H, d, J=9Hz) , 

8. 14(1H, s) 

mmm 22 c 1 6 > 

5- (2- (N-tert-7fJ^7 7W) 7i^W - 3-7x"Jb 

1 --r>h*-;i/#;M?>Blt e r t -y^)V «t&Qo2 5 1) 

tttt : ife7^7 7X 

'H-NMR(CDC1 3 ) 5 : 0. 89 (9H, s), 1. 71 (9H, s), 3.45 0H, s), 7. 09-7. 13(lH,m), 
7. 1 5-7. 20 (3H, m) , 7. 22-7. 28 (1H, m) , 7. 41-7. 55 (3H, m) , 7. 55-7. 60 (2H, m) , 
7. 95 (1H, s) , 8. 1 4 (1H, d, J=9Hz) , 8. 20-8. 27 (1H, m) 

mm 22 (17) 

5- (2- (N-tert-»^77HJW 7i^W - 2-*?-)V- 
3 -7i"W- 1 --f > H-;i/*;i/#>m t e r t - ^^71/ (fb^ 
#12 5 2) 
: 

Hfcj& : 1 8 2 - 1 8 4°C 
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'H-NMR(CDC1 3 ) 6 : 0. 87 (9H, s) , 1. 74(9H, s) , 2. 80 (3H, s) , 3. 48 (1H, s) , 

7. 03-7. 09 (3H, m) , 7. 1 6 (2H, t , J=8Hz) , 7. 25-7. 29 (1H, m) , 7. 45 (1H, t, J=8Hz) , 

7.48-7. 58 (4H, m), 8. 14 (1H, d, J=8Hz), 8. 18 (1H, d, J=8Hz) 

mmm 22 c 1 8 ) 

5- (2- (N-tert-WX^Tt-fW 7x-jV) -3 - (2-tf 

u v;i/^^-) - i -- r > k— ;w*;p3j?>» ten (4t-e>M2 53) 

: MfelM 
Ml* : 1 7 5 - 1 7 7 1: 

'H-NMR(CDC1 3 ) <5 : 0. 93 (9H, s) , 1. 71 (9H, s) , 3. 53 (1H, s) , 6. 93-7. 00 (2H, m) , 

7. 22-7. 30 (1H, m) , 7. 41-7. 48 (2H, m) , 7. 52 (1H, t, J=8Hz) , 7. 59-7. 62 (2H, m) , 

8. 02 (1H, s) , 8. 14 (1H, d, J=8Hz) , 8. 24-8. 29 (1H, m) , 8. 36-8. 38 (1H, m) 
mffiM2 2(19) 

5- (2- (N-ter t-^MJl/7 7t^JW 7x^JW -2-^)V- 

3 - (2 - t?u s J)\rf-*) - i — r > H-;w*;i/^>m tert -t/^p 

#12 5 4) 
Bt* : 1 9 3- 1 9 4*C 

'H-NMR(CDC1 3 ) 6 : 0. 91 (9H, s) , 1 . 74 (9H, s) , 2. 79 (3H, s) , 3. 54 (1H, s) , 

6. 78 (1H, d, J=9Hz) , 6. 94-6. 99 (1H, m) , 7. 24-7. 29 (1H, m) , 7. 38-7. 57 (4H, m) , 

7. 58 (1H, s) , 8. 14 (1H, d, J=8Hz) , 8. 21 (1H, d, J=9Hz) , 8. 38 (1H, d, J=4Hz) 

mmm 22 (20) 

5- (3-tfu>*;w -3- (2 -tf W)V3-*) - 1 — r>K— ;p*;u#>Bft 

tert -y^JV «k&®2 5 5) 

l H-NMR(CDCl 3 ) (3 : 1. 71 (9H, s) , 6. 91 (1H, d, J=9Hz) , 6. 98-7. 01 (1H, m) , 
7. 32 (1H, dd, J=6Hz, J=5Hz), 7. 41 (1H, t, J=7Hz), 7. 59 7. 63(lH,m), 
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7. 69 (1H, d, J=2Hz) , 7. 83-7. 89 (1H, in) , 8. 00 (1H, s) , 8. 32 (1H, d, J=8Hz) , 

8. 41 ClH, d, J=4Hz) , 8. 55 (1H, d, J=3Hz) , 8. 82 (1H, d, J=3Hz) 

mmm 22 (21) 

2 - (1 - t -^h^y*M-JV- 5 - (2 - (N- t e r t -7*^)V7,)V7 

rt-fJW 71^) - 2 -^;wr>F-;i/- 3 — f;]/3^f) £j&#Hfc^>s> 
;p <At^m2 5 6) 

'141* : 

: 8 8 - 9 1 °C 

■H-NMR(CDC1 3 ) 5 : 0. 87 (9H, s) , 1. 74 (9H, s) , 2. 75 (3H, s) , 3. 52 (1H, s) , 
5. 42 (2H, s) , 6. 76 (1H, d, J=8Hz) , 7. 08 (1H, t, J=7Hz) , 7. 1 5-7. 21 (1H, m) , 
7. 21-7. 29 (1H, m) , 7. 32-7. 46 (3H, m) , 7. 46-7. 51 (4H, m) , 7. 58 (1H, d, J=9Hz) , 
7. 90 (1H, d, J=8Hz) , 8. 07 (1H, d, J=8Hz) , 8. 1 3 (1H, d, J=8Hz) , 8. 21 (1H, d, J=9Hz) 

mmm 23 en 

5- (2- (N-tert-»7Jl/77^iW 7irjk) -3-7x^ 

xjp*-;I/^>h— ;w ({fc-S-#j2 5 7) 

5- (2- (N-tert-^X^r^JW 7xZJW - 3-7x" 

)vmr- 1 — f> H— ;i/*;p3p>» ten -zf^)VO. 5 9 g&mt*^u> 

5mll:»il/, MCPBAO. 4 7 g$MifiT4fefWtfc. HJ«£ 

M^rh7t Ho77>5ml fcJWKl, 4 %7kMitj- h U ^A 2 m 1 £iax. 

tHU »7K«iEHI^^^^ATftjfttfe»iebfc. M£^+h>TM^U 
61»*0±SB^** O . 3 8 g f#7c D 

Si * : 2 15-2 1 8t 
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'H-NMR(CDC1 3 ) 6 : 0. 88 (9H, s) , 3. 44 (1H, s) , 7. 35 (1H, d, J=8Hz) , 

7. 41 (1H, d, J=9Hz) , 7. 44-7. 54 (5H, m) , 7. 57-7. 60 (1H, m) , 7. 95 (1H, d, J=3Hz) , 

8. 00 (1H, s) , 8. 02-8. 06 (2H, m) , 8. 19 (1H, d, J=8Hz) , 9. 07 (1H, brs) 
MffiM 2 3 ( 2 ) - ( 6 ) 

mmm2 3 (i) tmmizLT. &,t<d (^258) - ({M262) 
mmm 23 c 2 ) 

5- (2- (N-tert-^f;w;i/7rW) 7x-;i/) -2-*3\>P- 

3-7x-MM-;K>F-^ (ft^*2 5 8) 
tttt : 

: 2 3 1 - 2 3 3 "C 
'H-NMR(CDC1 3 ) <3 : 0. 93(9H, s), 2. 78(3H, s), 3. 52(1H, s), 7. 22-7. 28(lH,m), 
7. 37 (1H, d, J=7Hz) , 7. 40-7. 53 (5H, m) , 7. 57-7. 60 (1H, m) , 7. 99 (2H, d, J=8Hz) , 
8. 10 (1H, s) , 8. 1 9 <1H, d, J=8Hz) , 8. 87 (1H, brs) 

mmm 23 ( 3 ) 

5- (2- (N-tert-^M^7r^;W 7i^) -3- (2-tf 

u s>;px;psfw;iO -r>F-;i/ at^2 59) 

afc^t : 2 6 5- 2 6 61: 

'H-NMR(CDC1 3 ) 5 : 1 . 20 (9H, s) , 4. 32 (1H, s) , 7. 12 (1H, d, J=3Hz) , 

7. 28-7. 30 (1H, m) , 7. 34 (1H, d, J=7Hz) , 7. 42-7. 45 (1H, m) , 7. 45-7. 53 (1H, m) , 

7. 53-7. 60 OH, m) , 7. 82 (M, d, J-8Hz) , 7. 93 (1H, dd, J=9Hz, 2Hz) , 

8. 20 (1H, d, J=3Hz),8. 23 (1H. s) , 8. 25-8. 29 (1H, m) , 8. 68 (1H, d, J=5Hz), 
9.39(lH,brs) 

mMM2 3 (4) 

5- (2- (N-ter t-7*fJ^7 7KJV) 7x-jW -2-^)V- 
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3- (2-tfU^;i/^;w*-;w -Y>H-;i/ (-fb^2 6 0) 

: 2 4 5 - 2 4 7 *C 
'H-NMR(CDC1 3 ) <5 : 1. 05 (9H, s), 2. 71 (3H, s) , 4. 65 (1H, s) , 6. 73 (1H, d, J=9Hz), 
7. 1 1 (1H, d, J=7Hz) , 7. 34 (1H, d, J=7Hz) , 7. 41-7. 46 (1H, m) , 7. 49 (1H, t, J=7Hz) , 
7. 57 (1H, t, J=8Hz) ,7.91 (1H, dd, J=6Hz, 5Hz) ,8.21 (1H, d, J=8Hz) , 8. 25 (1H, s) , 
8.68(lH,d, J=5Hz),8. 94 (1H, s) 

nmm 23(5) 

2- (5- (2- (N-tert-^X)l/77HJW 7i-JW - 2 

118-120'C 
'H-NMR(CDC1 3 ) 6 : 0. 92 (9H, s), 2. 67 (3H, s) , 3. 67 (1H, s) , 5. 28 (2H, s), 

7. 22-7. 30 (1H, m) , 7. 30-7. 38 (4H, m) , 7. 38-7. 44 (3H, m) , 7. 44-7. 58 (5H, m) , 

8. 00 (1H, s) , 8. 08-8. 1 1 (1H, m) , 8. 1 7 (1H, d, J=8Hz) , 8. 70 (1H, brs) 

mmm 23 c 6 ) 

5- (3 -t?u - 3- (2 -tf u <>K-;i/ at£- 

#12 6 2) 
gl£ : 2 7 Or (dec.) 

'H-NMR (DMSO-d 6 ) 5 : 7. 51-7. 55 (1H, m) , 7. 58-7. 66 (4H, m) , 8. 06-8. 12(2H,m), 
8. 23 (1H, d, J=7Hz) , 8. 27(1H, d, J=8Hz) , 8. 29 (1H, s), 8. 47 (1H, s), 
8. 66 (1H, d, J=4Hz) 

nmm 24(1) 

1- (3-y>f^75/^>^J0 -3-7xZ^M-;K5- (2- 
^77H^7i-;W -f>F-;i/ (M2 6 3) <D&m 
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5- (2- (N-ter t-»X^7 7H^) 7x-jW -3-"7oi^ 
;l/-f > H— )V (94mg) ^rh7t HD77>4mlCliL, S> 
-f V7°atf;l/X^;i/TS>0. lml, 3-y^W5/^>^JV7 0'JF 
7 0mg$M3 0t;-e7 <miHHi#b&. SJS»ttC4X*K'ffc^-hU^A*» 

gi& : 1 2 4 - 1 2 6 *C 

'H-NMR(CDC1 3 ) <3 : 3. 05 (6H, s) , 4. 20 (2H, s) , 6. 99-7. 04(3H, m) , 

7. 38 (1H, d, J=7Hz) , 7. 40-7. 45 (1H, m) , 7. 48-7. 60 (5H, m) , 7. 63-7. 67 (1H, m) , 

8. 01-8. 04 (2H, m) , 8. 09 (1H, s) , 8. 16 (1H, s) , 8. 21 (1H, d, J=7Hz) , 
8.44(lH,d, J=9Hz) 

mmm2 4 (2) - o) 
mmm2 4 (i) tmmzhx, &,t<d at&M2 6 4) - (M271) 

nmm2 4 (2) 

i- (3-> ? ^7 c ;i/T^y-2-^^;i/^>y-r;i/) -3-7i^mm^ 

-5 - (2-X^7 7K;i-7x-J|/) OH— ;p (^t2 6 4) 
Hl£ : 200-203^ 

'H-NMR(CDC1 3 ) .5 : 2. 31 (3H, s) , 2. 80 (6H, s) , 4. 20 (2H, s) , 7. 07 (1H, d, J=6Hz) , 

7. 28-7. 37 (3H, m) , 7. 49-7. 59 (5H, m) , 7. 62-7. 66 (1H, m) , 7. 83 (1H, s) , 

8. 01 (2H, d, J=7Hz) , 8. 06 (1H, s) , 8. 21 (1H, d, J=7Hz) , 8. 49 (1H, d, J=8Hz) 
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mmm2 4 o) 

1- (3-^DO-2-^?M>^JW -3-7x-JbXM-^-5- 
(2-XJP77H^7x-JW -f>K— ;W Wb^'»2 6 5) 

SkA : 2 3 1 - 2 3 4t: 

'H-NMR(CDC1 3 ) 5 : 2. 40 (3H, s) , 4. 23(2H, s) , 7. 30-7. 39 (3H, m) , 

7. 50-7. 60 (5H, m) , 7. 65 (2H, t , J=8Hz) , 7. 75 (1H, s) , 8. 02 (2H, d, J=7Hz) , 

8. 07 (1H, s) , 8. 20 (1H, d, J=9Hz) , 8. 50 (1H, d, J=9Hz) 
mMM2 4 (4) 

1- (3-;* b^r->-2-^9-)l^>"M)l) -3-7iZJ|/X^*-;P-5- 
(2-^77H^7x-JW -f>F-;i/ (^#12 6 6) 

: ?m&mm 

m&: 2 2 3-2 2 61: 

l H-NMR(CDCl 3 ) fi : 2. 21 (3H, s) , 3. 95 (3H, s) , 4. 20 (2H, s) , 7. 00 (1H, d, J=8Hz) , 
7. 09 (1H, d, J=8Hz) , 7. 32-7. 39 (2H, m) , 7. 48-7. 60 (5H, m) , 7. 64 (1H, t, J=7Hz) , 
7. 80 (1H, s) , 8. 01 (1H, d, J=7Hz) , 8. 05 (1H, s) , 8. 20 (1H, d, J=7Hz) , 
8.51(lH,d, J=9Hz) 

mmm 24 c 5 > 

1- (3 - ^^wsy - 2 -^^mv^ ;w -3 - (2 -Hu^;i/x;i/ 

- 5- (2-7^77K^7x-JW -f>K— ;i/ ({t^2 6 7) 

: 

MA : 219-222t 

'H-NMR(CDC1 3 ) 6 : 2. 30 (3H, s) , 2. 77 (6H, s) , 4. 91 (2H, s) , 7. 05 (1H, d, J=6Hz) , 
7. 22-7. 32 (2H, m) , 7. 40 (1H, d, J=8Hz) , 7. 47-7. 58 (3H, m) , 7. 63 (1H, d, J=6Hz) , 

7. 86 (1H, s) , 7. 91-7. 97 (1H, m) , 8. 18-8. 21 (2H, m) , 8. 32 (1H, s) , 8. 50 (1H, d, J=9Hz) , 

8. 66 (1H, d, J=5Hz) 
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mmm 24 ( 6 > 

1- (3 h^Fv- 2 -^JK>^JW -3- (2 - tf U >?J1/X;U*- 
-5- (2-X^77^^7i-Jl/) (I^i2 6 8) 

HU& : 2 3 5 - 2 3 7 r 

'H-NMR(CDC1 3 ) a : 2. 19(3H, s), 3. 93(3H, s), 4. 92 (2H, s) , 6. 98(1H, d, J=8Hz), 
7. 07 (1H, d, J=8Hz) , 7. 34 (1H, t, J=8Hz) , 7. 40 (1H, d, J=6Hz) , 7. 49 (1H, t, J=6Hz) , 

7. 51-7. 58 (2H, m) , 7. 64 (1H, t, J=7Hz) , 7. 82 (1H, s) , 7. 94 (1H, t, J=8Hz) , 

8. 20 (2H, t , J=7Hz) , 8. 33 (1H, s) , 8. 52 (1H, d, J=9Hz) , 8. 67 (1H, d, J=5Hz) 

2 4 ( 7 ) 

l- (2, 4->?^ h*i"*>*M )V) -3- (2 -tfU^;i/x;i/*-;p) -5 

: 

Sit! * : 1 3 5 - 1 3 8 *C 

'H-NMR(CDC1 3 ) 5 : 3. 75 (3H, s), 3. 92(3H, s), 4. 84(2H, s), 6. 56 (1H, s), 

6. 64 (1H, d, J=9Hz) , 7. 38-7. 41 (1H, m) , 7. 41 -7. 58 (4H, m) , 7. 63 (1H, t, J=8Hz) , 

7. 90-7. 98 (2H, m) , 8. 20 (2H, t, J=8Hz) , 8. 23 (1H, s) , 8. 47 (1H, d, J=9Hz) , 
8.65 0H, s) 

mmm 24(8) 

1- (2, e-iS^b^^-n^/^M -3- (2 -t?u^;i/x;i^~;i/) - 

5- (2-^1/77^^71^) 4>Y—)V (^%2 7 0) 

: 233-236t 
'H-NMR(CDC1 3 ) 6 : 3. 91 (3H, s) , 4. 05 (3H, s) , 4. 84 (2H, s) , 6. 51 (1H, d, J=9Hz) , 
7. 40 (1H, d, J=7Hz) , 7. 47-7. 58 (3H, m) , 7. 60-7. 65 (1H, m) , 7. 84 (1H, d, J=8Hz) , 
7. 90-7. 95 (1H, m) , 7. 98 (1H, s) , 8. 1 8-8. 22 (2H, m) , 8. 28 (1H, d, J=lHz) , 
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8. 46 (1H, d, J=9Hz) , 8. 66 (1H, d, J=4Hz) 
mmM2 4 (9) 

l- (3-y^5 i ji'7$y-2-^f;K>y^ji/) -5 - (3-truv;w - 

Rl£ : 2 2 5 - 2 2 8 °C 

'H-NMR(CDC1 3 ) 5 : 2. 28 (3H, s) , 2. 78(6H, s) , 7. 08 (1H, d, J=7Hz) , 

7. 28-7. 36 (2H, m) , 7. 38 (1H, t, J=7Hz) , 7. 46-7. 51 (1H, m) , 7. 55 (1H, d, J=8Hz) , 

7. 62 (1H, d, J=9Hz) , 7. 94-8. 00 (2H, m) , 8. 20-8. 28 (3H, m) , 8. 52 (1H, s) , 

8. 54 (1H, d, J=9Hz) , 8. 66 (1H, d, J=5Hz) 

mmm 25(1) 

1- (3-p^jvrs.y-2-^)V^>^)V) - 2 -*3-)V- 3-71- 
)V7>)V-&~)]/- 5 - (2-x^77 ; t^^7x-jy) <>H-;i/ ({b-o- 

#12 7 2) 

5- (2- (N-tert-7fKJl/77^;W 7xX;W 
-3-7i-Jl/7M-JK>H-^9 0mgSfh7hh'D77>4ml CIS 
APU »T(C7K^b^- HJ £ A (6 0%) 2 0mg, 3-y^fJV75 7-2 
-pWl/^>\AT )V2 DUF8 9rag^MM"e 5 R#|ffl, 6 0tTl TOJ*^ 

>/ff|x^=4/l) tc^Lfco 
1 1 8 - 1 2 1 <€ 
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'H-NMR(CDC1 3 ) 6 : 2. 29 (3H, s) , 2. 70 (3H, s) , 2. 73 (6H, s) , 4. 26 (211, s) , 
7. 00-7. 03 (1H, m) , 7. 1 2 (1H, d, J=9Hz) ,7.21-7.31 (3H, m) , 7. 34-7. 39 (1H, m) , 
7. 49-7. 65 (5H, n), 8.01 (2H, d, J=8Hz) , 8. 18 (1H, d, J=8Hz) , 8. 26 (1H, s) 
2 5 ( 2 ) - ( 6 ) 

||«2 5 (1) tmm\zVX, &TF<D (ft^2 7 3) - (M2 7 7) 
ft«J 2 5 ( 2 ) 

1- (2, h*^>l/-f;W - 2 3 -7x-J|/XJ^-JV 

-5- (2-^77^^7i-JW -f>H-;i/ «t-£#J2 7 3) 

Bk^i : 1 2 3 - 1 2 6 °C 

'H-NMR(CDC1 3 ) 6 : 2. 74 (3H, s) , 3. 42 (3H, s) , 3. 90 (3H, s) , 4. 26 (2H, s) , 

6. 40 (1H, d, J=2Hz) , 6. 62 (1H, dd, J=8Hz, J=2Hz) , 7. 19 (1H, d, J=9Hz) , 

7. 21-7. 28 (1H, m) , 7. 39 (1H, d, J=6Hz) , 7. 44-7. 59 (4H, m) , 7. 59-7. 67 (2H, m) , 
7. 97-8. 02 (2H, m) , 8. 17 (1H, d, J=8Hz) , 8. 23 (1H, s) 

mMM2 5 (3) 

1- (3 b^is- 2 -*^)1^>"M M -2-W-3-7i^XJP 
5 - (2-X^7 7 ; E'f;i/7i^) OF-;!/ ttfc£1&2 7 4) 

m& : 128-131t 

'H-NMR(CDC1 3 ) 5 : 2. 24 (3H, s) , 2. 69 (3H, s) , 3. 91 (3H, s) , 4. 26 (2H, s) , 

6. 92 (1H, d, J=8Hz) , 7. 09 (1H, d, J=8Hz) , 7. 18 (1H, d, J=8Hz) , 7. 21-7. 30 (1H, n) , 

7. 36 (1H, d, J=8Hz) , 7. 48-7. 62 (6H, m) , 8. 01 (2H, d, J=8Hz) , 8. 1 9 (1H, d, J=7Hz) , 

8. 27C1H, s) 

nam 2 5 (4) 

1- ( 3 - y S y - 2 - ^^K>y-f;W - 2 3 - (2- 
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hf'J ?J)V7,)\<-fc-)V) -5 - (2-7^7 7^^7x-JW (^ 
1)2 7 5) 

: 1 2 2 - 1 2 5<C 
'H-NMR(CDC1 3 ) 5 : 2. 28 (3H, s) , 2. 71 (3H, s) , 2. 73 (6H, s) , 5. 08 (2H, s) , 
7.03(1H, d, J=8Hz),7. 08(lH,d, J=9Hz), 7. 18-7.21 (lH,m),7. 21-7. 30(2H,m), 

7. 36 (1H, d, J=7Hz) , 7. 46-7. 53 (2H, m) , 7. 57-7. 61 (1H, m) , 8. 1 7-8. 22 (2H, m) , 

8. 42 (1H, d, J=2Hz) , 8. 65 (1H, d, J=5Hz) 
mMM 2 5 ( 5 ) 

1- (2, 6 -v?* h^->-3^y-r;w -2-^5^-3- (2-tfu^i/x 

;!/*-;!/) -5- (2 7^ -f>F-;i/ (^#12 7 6) 

m&, : 123-125*0 

'H-NMR(CDC1 3 ) 6 : 2. 75 (3H, s) , 3. 62 (3H, s) , 4. 00 (3H, s) , 5. 08 (2H, s) , 

6. 47 (1H, d, J=8Hz) , 7. 22 (1H, s) , 7. 39 (1H, d, J=8Hz) , 7. 46-7. 54 (2H, m) , 

7. 60 (1H, t, J=8Hz) , 7. 90-7. 98 (2H, m) , 8. 18 (1H, d, J=8Hz) , 8. 22 (1H, d, J=8Hz) , 
8.40C1H, s),8. 64 (1H, s) 

9mm 25 ( 6 ) 

2- (1- (3-y^f;P7i/-2-^^H>^;W -5- 

>yji Utf?M2 7 7) 

M& : 130-132t 

'H-NMR(CDC1 3 ) 6 : 2. 32 (3H, s) , 2. 49 (3H, s) , 2. 88 (6H, s) , 4. 60 (2H, brs) , 
5. 06 (2H, s) , 7. 05 (1H, d, J=9Hz) , 7. 09 (1H, d, J=8Hz) , 7. 21-7. 34 (8H, m) , 
7. 39 (1H, d, J=8Hz) , 7. 48-7. 54 (1H, m) , 7. 54-7. 67 (4H, m) , 8. 14 (1H, s) , 
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8. 16 (1H, d, J=9Hz) , 8. 22 (1H, d, J=7Hz) 

mmm 2 6 c i ) 

5- (2-7s)Vyy^ )Vy x-J|/) -1- (4-^ b^>^>"MM -3- 

*ji/^;i/-r>F-;i/ ut&W2 i 8) 

5- (2- (N-ter t-yfM^T^iW 7x-;W -1- (4- 

^ h^^^>W;i/) - 3 ;m"> F-;i/0. 5 7 g^hu^Maii 

1 2ml»lMTl 7Ptr»lfc, £j«£MU tafn^TK^h 

£4 Omg#fe„ 
m&: 2 0 7 - 2 1 0 <C 

'H-NMR(CDC1 3 ) <5 : 3. 95 (3H, s) , 4. 03 (2H, s) , 7. 10 (2H, d, J=9Hz) , 

7. 43 (1H, d, J=7Hz) , 7. 52-7. 69 (3H, m) , 7. 83 (2H, d, J=9Hz) , 8. 1 1 (1H, s) , 

8. 20 (1H, d, J=7Hz), 8. 32 (1H, d, J=9Hz) , 8. 38 (1H, s) , 10. 08 (1H, s) 

mmm 2 6 < 2 > - ( 6 > 

mMM2 6 (1) ilWIfil^UT, OT© (M2 7 9) - (4t&V02 8 3) 

mmm 26 c 2 ) 

5- (2-^7 7^^7i-jw -1- (4-^ h+>-^>yv;w -3- 
( 2 - t° u -r > h— ;p 279) 

tttt : 

Sftj^C : 224-227T: 

'H-NMR(CDC1 3 ) 6 : 3. 94 (3H, s) , 4. 89 (2H, s) , 7. 07 (2H, d, J=9Hz) , 

7. 41 (1H, d, J=7Hz) , 7. 48-7. 57 (3H, m) , 7. 61-7. 66 (1H, m) , 7. 78 (2H, d, J=9Hz) , 

7.950H, t, J=7Hz),8. 16(111, s), 8. 18 8. 24(2H,m), 8. 32 (1H, s), 
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8. 35 (1H, d, J=9Hz) , 8. 62-8. 68 (1H, m) 

mmm 2 6 ( 3 ) 

5- (2-^77^^71^) -1- (4-* h=^>^>y-r;i/) -3- 
(4-^^7i^7;i/^;W <>F-;i/ (M2 8 0) 

MA : 205-207t 

'H-NMR(CDC1 3 ) 6 : 2. 39 (3H, s) , 3. 96 (3H, s) , 4. 23 (2H, s) , 7. 09 (2H, d, J=9Hz) , 
7. 29 (2H, d, J=9Hz) , 7. 37 (1H, d, J=7Hz) , 7. 50-7. 58 (2H, m) , 7. 61-7. 65 (1H, m) , 

7. 79 (2H, d, J=9Hz) ,7.91 (1H, d, J=9Hz) , 8. 09 (1H, s) , 8. 10 (1H, s) , 

8. 21 (1H, d, J=7Hz) , 8. 34 (1H, d, J=9Hz) 
mffiM2 6 (4) 

5- (2-XJV7 7^^7x;JW -1- (4-^f;i/75y^>7<;W 

- 2-*^)V- 3-7iZHMzM>F-^ «t-&%2 8 1) 

MA: 1 3 8- 1 4 01; 

'H-NMR(CDC1 3 ) 6 : 2. 75 (3H, s) , 3. 13(6H, s) , 4. 28 (2H, s) , 6. 67 (2H, d, J=9Hz) , 
7. 18-7. 25 (2H, m) , 7. 25-7. 30 (1H, m) , 7. 39 (1H, d, J=9Hz) , 7. 46-7. 58 (3H, m) , 
7. 58-7. 68 (3H, m) , 8. 03 (2H, d, J=9Hz) , 8. 20 (1H, d, J=9Hz) , 8. 24 (1H, s) 

mmm 2 6 c 5 ) 

5- (2-X)lyy^ )V7jl~)V) -1- (3-y/^JV75/^>^JW 

- 2-*^)V- 3-7i^XM-K>F-^ (.{t&to2 8 2) 

MM, : 122-125*0 

'H-NMR(CDC1 3 ) 6 : 2. 75 (3H, s) , 3. 00 (6H, s) , 4. 27 (2H, s) , 6. 93 (1H, d, J=8Hz) , 

7. 01 (1H, d, J=8Hz) , 7. 09 (1H, s) , 7. 18(1H, d, J=9Hz) , 7. 21-7. 30 (1H, m) , 

7. 32 (1H, t, J=8Hz) , 7. 38 (1H, d, J=7Hz) , 7. 49-7. 65 (5H, m) , 8. 03 (2H, d, J=8Hz) , 
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8. 18UH, d, J=8Hz),8.25(lH,s) 

mmm 2 6 ( 6 > 

5- (2-X^7 7H^7x-JW -1- (3 -?*?)V7S.;'*>>M)V) 
-3 - (2 - ¥iJi?)VX)U*~)l) -f>H-;i/ (lb^#J2 8 3) 

: 1 3 3 - 1 3 5 °C 
'H-NMR(CDC1 3 ) 6 : 3. 03 (6H, s) , 4. 91 (2H, s) , 6. 96-7. 01 (3H, n) , 
7. 38-7. 42 (2H, m) , 7. 45-7. 59 (3H, m) , 7. 64 (1H, t, J=8Hz) , 7. 94 (1H, t, J=6Hz) , 
8. 1 5-8. 24 (3H, m) , 8. 33 (1H, s) , 8. 45 (1H, d, J=9Hz) , 8. 66 (1H, d, J=4Hz) 

mmm 2 7 

2- (1- ( 3 - y ^ 5 / - 2 - ^ f ;K > ^ JV) -5- (2-X)V7 

r^ji/7i^) -2-^^;K>F-;v-3--r;i/x;i/^n;i.) 

ut^m 2 8 4) 

2- (1- (3->?^^;!/T5y-2-^^;i/^>vW;w -5 - (2-x;i/ 
77t'fJi'7x-^ -2-^^;i/-r>F-;i/-3— <;i/x;i/fc;i/) gemsafc 

^>v;i/0. 2 9 g£^/-JP8m 1 JC?g«?L/7KKfb/l7^^A^->*-3j?> 
0. 1 2 g SjjP^7Km#HMT> StMT3 HM«#Lfo. M$££33®U 
««rrs^tfc«l;D±aB^«J*0. 2 4g#fc. 

1 6 4 - 1 6 8 V 

'H-NMR(CDC1 3 ) 6 : 2. 1 8 (3H, s) , 2. 53 (3H, s) , 2. 66 (6H, s) , 7. 08 (1H, d, J=9Hz) , 
7. 13-7. 19(2H, m),7. 26 (2H, t, J=6Hz) , 7. 34 (1H, t, J=8Hz),7. 39(lH,d, J=8Hz), 

7. 57-7. 68 (3H, m) , 7. 74 (1H, t, J=7Hz) , 7. 90 (1H, s) , 8. 05 (1H, d, J=8Hz) , 

8. 14(lH,d, J=8Hz) 

mmm 2 8 

5- (2- (N-ytmJ^r^-fiW y^-jl) -1- (4-z/*7-)VT 
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8 5) 

;i/-5- (2-7Jl/7 7^^7x-JW <>F-Jl/40mg&Th7tFa7 
7>2mll:gj|U 7j<^k±hU^A (6 0%) 4m 7t^7D'JH6 

m& : 144-146t 

'H-NMR(CDC1 3 ) 6 : 1. 98 (3H, s) , 2. 75 (3H, s) , 3. 13 (6H, s) , 6. 66 (2H, d, J=9Hz) , 
7. 1 2-7. 20 (2H, m) , 7. 39 (1H, d, J=7Hz) , 7. 47-7. 54 (2H, m) , 7. 54-7. 61 (2H, m) , 
7. 61-7. 70 (3H, m) , 8. 00 (2H, d, J=8Hz) , 8. 19 (1H, s) , 8. 40 (1H, d, J=8Hz) 

* mm 2 9 

3-s?^W5;-2-^f;p$iii {\\&m2 8 6) 

3-75 7-2-^^lSi5g, MU7A13. 7gSN, N-v 5 
^fJ^ATS F 5 Om 1 fcfln*., Sfify^fJ«|3 Om 1 £flfTbfco 
RJ«£8 OtTl 8»iLfc, ^^^TKSrUP^-^X^PX-^^Tttm 
U i«7^y7ATWIffibfc 0 »rh7hHn77>16 0 
m 1 KAWjfU 4 h'J l 7A70ml 2 B WMML't^o R«£ 

ansuwffifti'&ws 3.46 gtfc. 

tttt : 

: 1 2 5 - 1 2 7 "C 
'H-NMR (DMSO-d 6 ) 5 : 2. 41 (3H, s) , 2. 62 (6H, s) , 7. 1 8-7. 25 (2H, m) , 
7. 35-7.40(lH,m) 
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mmm 30 (d 

5-tFD^y-l- (4-^h+^>^^) -3- (4 -*^)l?x.ZL)l 

> F— ;p (fk-ertj 2 8 7 ) 
5 -^>v;i/^v- 1 - (4-^ h^v^>y-r;i/) -3- (4-^^-;i/-7 

OH— ;U0. 6g*fh7tHn77>2ml, — 
;P4ml tc^L7K^b/\°^> J ^A^->^-#>0. 1 5 g £ Jpx.7K^»H^:T 

OU^^l- ; 7DD*M) }C^b±fE^-&tl^0. 1 7 gllfeo 

: 1 7 4 - 1 7 6 r 
'H-NMR(CDC1 3 ) <5 : 2. 38 (3H, s) , 3. 93 (3H, s) , 5. 48 (1H, s) , 6. 94 (1H, d, J=9Hz) , 
7. 05 (2H, d, J=9Hz) , 7. 28 (2H, d, J=8Hz) , 7. 32 (1H, d, J=3Hz) , 7. 74 (2H, d, J=9Hz) , 
7. 88 (2H, d, J=8Hz) , 8. 01 (1H, s) , 8. 13 (1H, d, J=8Hz) 
MMM 3 0 ( 2 ) 

mmM3o (i) tmmizvx, j^t© (^#1288) £#fc 0 

1- (4-i?*^)l7^J^>"M)l) -5-tFD + y-3-7x-JVXM 
> (^#5 2 8 8) 

B$ & : 1 9 7 - 2 0 0 r 

'H-NMR(CDC1 3 ) 5 : 3. 13(6H, s), 5. 01 (1H, s), 6. 74(2H, d, J=9Hz), 

6. 93 (1H, dd, J=9Hz, J=2Hz) , 7. 32 (1H, d, J=2Hz) , 7. 47-7. 51 (2H, m) , 

7. 51-7. 58 (1H, m) , 7. 70 (2H, d, J=9Hz) , 8. 01 (2H, d, J=8Hz) , 8. 07 (1H, d, J=9Hz) , 
8. 12(1H, s) 

mmm 31 (1) 

(1- (4-/h^>7^;W -3 - (4-/^7x-Mj^-;W -r 

> 5 —-i )V) 3-*i/Wm^)l (ik£>ty}2 8 9) 
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-f>F-Jl/5 0mg^fh7t:HD77>2mllli)lt, 7km 
iti- hU^A (60%) 6mg, ^□tftXfjP 2 0 £t 1 £in;L^T 1 NfH 

: 2 0 1 -2 0 413 
'H-NMR(CDC1 3 ) <5 : 1. 27 (3H, t, J=7Hz) , 2. 37(3H, s) , 3. 92 (3H, s) , 
4. 24 (2H, q, J=7Hz) , 4. 87 (2H, s) , 7. 01 (2H, d, J=9Hz) , 7. 1 8 (1H, dd, J=9Hz, J=2Hz) , 
7. 21-7. 30 (3H, m) , 7. 75 (1H, d, J=2Hz) , 7. 84 (1H, s) , 7. 89 (2H, d, J=8Hz) , 
8. 18(2H,d, J=9Hz) 

mmm 31 < 2 ) - c 3 > 
mnmzi u) <tra«»cbT, ot© M290) - (M291) 

H»[|3 1 (2) 

(1- (4-^ h^->^>y-r;i/) -3- (4-^^ji/7x-;i/) x;i/*n;i/-r 

>H-;l/- 5-<;W t*«>B8t e r t (ik'&®2 9 0) 

: 1 8 4 - 1 8 6 °C 
'H-NMR(CDC1 3 ) <5 : 1. 44 (9H, s) , 2. 36 (3H, s) , 3. 92 (3H, s) , 4. 76 (2H, s) , 
7.01 (2H, d, J=9Hz) , 7. 1 8-7. 20 (1H, m) , 7. 25-7. 29 (3H, m) , 7. 75 (1H, s) , 
7.83(lH,s),7. 89 (2H, d, J=9Hz),8. 18(2H,d, J=9Hz) 

mmm 31 c 3 ) 

(1- (4-^^^;vr^y^>y'-r;i/) - 3 - 7x^I/x;p*-;k > 
- 5 -t)v> tt^wm t e r t ab-&«2 9 d 
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MM* : 1 0 7- 1 0 9D 

'H-NMR(CDC1 3 ) 6 : 1. 43 (9H, s) , 3. 10 (6H, s) , 4. 76 (2H, s) , 6. 72 (2H, d, J=9Hz) , 
7. 1 7-7. 21 (2H, m) , 7. 42-7. 51 (3H, m) , 7. 76 (1H, d, J=2Hz) , 7. 84 (1H, s) , 
7. 99-8. 02 (2H, m) , 8. 08 (2H, d, J=9Hz) 
mMM 3 2 ( 1 ) 

(1- (4 h^>^>W;i/) - 3- (4 -^^-Jiy 
>H-;i/-5— TJI/) (it^2 9 2) 

(1- (4-^ h=^>^>W;i/) -3 - (4-^^-)Vyx.-)l7,)V^^JV) 
-f>H-;i/-5 — T;i/) filter t-»4 0mgllhU7MDi 
S2ml ^jJP^^Tl Bii^b^o M^£ML±fEfb^£3 Omg#fc. 

: 2 2 8 - 2 3 1 °C 
'H-NMR(DMSO-d 6 ) 6 : 2. 34(3H, s) , 3. 89 (3H, s) , 5. 18 (2H, s),7. 14(2H, d, J=9Hz), 
7. 18 (1H, d, J=9Hz) , 7. 38 (2H, d, J=9Hz) , 7. 58-7. 64 (2H, m) , 7. 86 (2H, d, J=9Hz) , 
8. 1 2 (2H, d, J=9Hz) , 8. 29 (1H, s) 
mMM3 2 (2) 

mmm3 2 (i) tmuizLT, ixt<d (M293) 

(1- (4-^^W^y^>^;W -3-7x^XM^K>H-^ 

-5--r;u) ^v-im (^#1293) 

Bt& : 2 6 5°C(dec.) 

'H-NMR (DMS0-d 6 ) 5 : 3. 06 (6H, s) , 4. 59 (2H, s) , 6. 80 (2H, d, J=9Hz) , 
7. 07 (1H, d, J=9Hz) , 7. 43 (1H, d, J=9Hz) , 7. 50-7. 61 (4H, m) , 7. 91-7. 98 (4H, m) , 
8.20C1H, s) 
###J5 (1) 

2- -3^>i^>y^xxf;i/ (fb^2 9 4) 
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6. 2 DMF 3 0 m 1 tjDATii* 'J 5 . 
6g£SQ^TSfUT2 OMJtLfe. ^□□T-feh> 3. 6 8 g^jjP^T$ £ 
2P#P«^UfCo ^>^n$ K 6. 8 4g^nxT^T3B#^^bfCo 
lllf^2 5 0ml ££0*_T7.K1 1 x 2 0$:#L7c o W*8Ji M 

±fB^%£6. 3g#fco 

Bt& : 6 4 - 6 4 . 5 <C 

'H-NMR (CDC1 3 ) (5 :2.32(3H, s), 3.89(2H, s), 5. 37 (2H, s), 
7. 06 (1H, dd, J=8Hz, J=5Hz) , 7. 33-7. 46 (5H, m) , 8. 26 (1H, dd, J=8Hz, J=2Hz) , 
8.47(lH,dd, J=5Hz, J=2Hz) 
###15 (2) - (3) 

##095 (1) tmm\zvx, uro) ({^295) ~ (^296) 

##0iJ5 (2) 

6- -3f>l^>yJPXXf^ (^«J2 9 5) 

'H-NMR (CDCI3) 6 :2.34(3H,s), 4.03(2H,s), 5.36(2H,s), 
7. 29 (1H, dd, J=8Hz, J=lHz) , 7. 34-7. 45 (5H, m) , 8. 09 (1H, dd, J=8Hz, J=2Hz) 
9.01 (1H, dd, J=2Hz, J=lHz) 
###15 (3) 

4- $lfi^>y;nxf;i/ (^2 9 6) 

'H-NMR (CDCI3) 5 : 2.29 (3H, s) , 3.75 (2H,s), 5.34 (2H,s), 7.30 (2H, d, J=8Hz) , 
7. 34-7. 44 (5H, m) , 7. 97 (2H, d, J=8Hz) 
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4- 7x-;i/^->SK tert-»lXf 

;i/ tffc-&«J 2 9 7) 

p-th'n + yWx/^ 8. 6g<h^DDTirh> 6. 4g^y^DD 
7^^> 1 2 OmHC^brCo^T^v-T Vyntf;i/X^;i/T5> 8. 8g/v 
^np^^>10ml^l S^mTTFbfcolWl^T 5 0 mfflWL&Vfc* 3%^X> 
mi 0 0m 1 T^LfCoM^^m(cMffiT^bfcoTOlC-\^>^iJP^ 
TitigLfco 1 1 . 3 gf#fc 0 £c7)@#:5. 4 6giya«ter 

t-7*^XXT^5. 8 5g£N, N-y^^MJl/Ay^h^OmltliU 

0 m 1 §iD^T3 %^^hU"7A7K3 0 0ml WfSjltel& 
MEET^Lfco iSfiJ^AfDVb (<> U ; □ n ;* 

^» \ZttLTc.±mit:&M* 7 . 7 9g#fco 

'H-NMR (CDC1 3 ) 6 : 1. 49 (9H,s), 2.25 (3H,s), 3.56 (2H,s), 4.48 (2H,s), 

6. 83 (2H, dd, J=7Hz, J=2Hz) , 7. 33 (2H, dd, J=7Hz, J=2Hz) 
###|7 

2- (2 -;t^V:7°nt:;i/3^) SMi^>yil'XXT;i/ {it^2 9 8) 
1 ( 3 ) Ufe 2 - (2-^V7 s n \Z)\>tt) 1.45 

7 5 gt^>y^7*D5 j* o. 8 5 g ^tiD^rco 6 mmmwvrcmm 

X^;i/5 0ml ^JSlP^T^fDaW/K 5 0ml X 2 [m^U/io *"«H«^M 

# Life. ±fH{b^^ 1 . 1 2 g #fco . 
: 3£€i«^ 

"H-NMR (CDCI3) <5 : 2.30(3H, s), 3.70(2H,s), 5. 37(2H, s), 7. 1 8 ClH, t, J=8Hz), 

7. 29 (1H, d, J=8Hz) , 7. 35 (1H, d, J=8Hz) , 7. 37-7. 47 (5H, m) , 8. 03 (1H, d, J=8Hz) 
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###18 

N- t e r t -Zf^)V- 2 - (4' - t e r t - yh + y^M-Jl/h K^>V 
7i^JW ^>if>X;i/*>TS H (^^2 9 9) 

N- t e r t-7*h+y^JM-;i/-p-yDt7x-JH:H7y> 5. 8 
g, N - t e r t - ^X^7r^^7x-Mn>i 5. lg, 
hU^A 4. 2 g. P d C 1 2 (P P h 3 ) 2 0. 5g, h'J^ain^*X7^ 
>1. 5g£h;i/X> lOOml^TK 3 Om ncjjp^T^^HH^TtC 1 8 

mmmmmwvrco it^x^;u2 oomi on*.T7j<3 o om i -cvt&vrco ^ 

0 / 1 ) \ztt Vtzo ±$Zit£>M* 3 . 2 8 g ftfcc 
: 4£fifft* 
M: 2 17-2 18t: 

'H-NMR (CDC1 3 ) 6 : 0. 97(9H, s) , 1 . 47 (9H, s) , 3. 62 (1H, brs) , 5. 81 (1H, brs) , 
6. 90 (1H, brs) , 6. 92 (1H, d, J=8Hz) , 7. 29 (1H, d, J=6Hz) , 7. 38-7. 53 (4H, m) , 
8. 14(lH,d, J=8Hz) 
###19 

N-tert-7fJh2- (4'-t H7^/7x^JW ^>if >x;i/*>T 
5 K Offc^rtl 3 0 0) 

N- t e r t 2 - (4' - t e r t h^>;*j;i/#x;i/b H^v 5 

7 7x-JW ^>if>X;^>TS F3 g^PD^^>l 5 0ml 
fco 14. 6 %m&/ 3 Om 1 SJn^.T^fflT? ll^ffffl$&»C5 CCT? 

(5/1) £fla*.T«iabfc. ±|Eft£4&£2. 1 7 g#L 

BL& : 113-115t 
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'H-NMR (CDC 1 3 ) <5 : 1 . 03 (9H, s) , 6. 96 (2H, d, J=8Hz) , 7. 27 (1H, dd, J=8Hz, J=2Hz) , 
7.33C2H, d, J=8Hz),7. 5G(lH,dd, J=8Hz, J=2Hz),7. 59(lH,dd, J=8Hz, J=2Hz), 
8.03(lH,dd, J=8Hz, J=2Hz), 8. 34(1H, brs), 10. 17(2H,brs) 

mmm 33(1) 

iXf^ (it^ 3 0 1) 

2- (2-ttV°7u\Z)V) ^3^>^>^JVX7f^3 gtp-7*Dt7 
x~;H:F7y> Jft&*£ 2. 2 4gSt e r t-^W;p3-^6 Oml 

> 1 2 Om 1 SiP^T, 7j<3 0 Om 1 T?ife#L&. 
1 4 3 - 1 4 5 <C 

'H-NMR (CDC1 3 ) 6 : 2. 40 (3H, s) , 5. 46 (2H, s) , 6. 99 (1H, dd, J=7Hz, J=2Hz) , 
7. 07 (1H, d, J=8Hz) , 7. 1 9 (1H, dd, J=8Hz, J=2Hz) , 7. 36-7. 45 (4H, m) , 
7. 54 (2H, dd, J=7Hz, J=2Hz) , 8. 26 (2H, dd, J=8Hz, J=2Hz) , 8. 46 (1H, brs) 

mmm 33 c 2 ) - ( 6 ) 

WJ3 3 (1) tmWzhX. RT<£> (ft^*3 0 2) - ({b^t/3 0 6) £ 

mmm 33 ( 2 > 

6- (5-:/n^-2-^;u^>K-;]/-3--r;i^;f) ^3^>BI^>^ 

XXfJl/ 0 2) 

tt^ : n&mvtw 

'H-NMR (CDCI3) 6 : 2.50(3H, s) , 5. 34(2H, s) , 6. 68 (1H, dd, J=8Hz, J = lHz), 
7. 22-7. 46 (7H, m) , 7. 62 (1H, s) , 7. 95 (1H, dd, J=8Hz, J = lHz) , 8. 51 (1H, s) , 
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9. 04 (1H, brs) 

mmm 33 c 3 ) 

2- (5- (2-N-ter t-7^MJl/7 7^^7x-JW -2-*^)V 
Hi * : 2 5 9 - 2 6 0 X: 

■H-NMR (CDCI3) 5 :0.84(9H,s), 2.49(3H,s), 3. 61 (1H, s), 5. 42(2H, s) , 
6. 97 (1H, dd, J=8Hz, J=5Hz) , 7. 31-7. 42 (7H, m) , 7. 47-7. 51 (4H, m) , 
8. 1 1 (1H, dd, J=7Hz, J=2Hz) , 8. 22 (1H, dd, J=8Hz, J=2Hz) , 
8. 28(1H, dd, J=5Hz, J=2Hz) , 8. 45 (1H, brs) 
mmM3 3 (4) 

6- (5- (2-N-t e r t-WX^T^^x-JW 

-1 >F-)V- 3-^)Vtt) -nf^^OyJl/lXfjP (fb^3 0 4) 

9 0-9 2=0 

'H-NMR (CDC1 3 ) 6 :0.90(9H,s), 2.55(3H, s), 3. 54 (1H, s) , 5. 31 (2H, s) , 

6. 78 (1H, dd, J=7Hz, J=2Hz) , 7. 27-7. 54 (1 1H, m) , 7. 95 (1H, dd, J=8Hz, J=2Hz) , 
8. 14(1H, dd, J=8Hz, J=2Hz) , 8. 57 (1H, s) , 9. 01 (1H, d, J=2Hz) 

mmm 33 c 5 > 

4- (5- (2-N- t e r t -7^)\>7,)Vy )V7 -2-^)1 
-f > H— ;P- 3 7x^t : ry|fl t e r t-^JH7rJP 
Offc-&<» 3 0 5) 

'H-NMR (CDC l s ) 6 : 0.85(9H,s), 1.46(9H,s), 2. 54 (3H, s) , 3. 51 (1H, s) , 
4. 42 (2H, s) , 6. 68 (2H, dd, J=7Hz, J=3Hz) , 7. 00 (2H, dd, J=7Hz, J=3Hz) , 

7. 31-7. 36 (2H, m) , 7. 40-7. 46 (2H, m) , 7. 51 (1H, t, J=7Hz) , 
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7. 58 (1H, dd, J=5Hz, J=2Hz) , 8. 16 (1H, dd, J=7Hz, J=3Hz) , 8. 71 (1H, brs) 

mmm 33 ( 6 > 

4- (5- (2-N-ter t-yfM^T^^x-JW -2-^5=-^ 
<>H-;i/-3 — OVtt) SIft^>yJH7t^ (ffc-&#l3 0 6) 

'H-NMR (CDCI3) 6 : 0.86 (9H,s), 2.53 (3H,s), 3.51 (lH,s), 5.29 (2H,s), 
7. 03 (2H, dd, J=8Hz, J=2Hz) , 7. 28-7. 51 (1 1H, m) , 7. 83 (2H, dd, J=8Hz, J=2Hz) , 
8. 1 3 (1H, dd, J=8Hz, J=2Hz) , 8. 57 (1H, s) 
mMM3 4 (1) - (4) 

mmmie <n tmmizux wb-&«3 0 7) ~ (M3io) s^j&Lfc. 
mmm 34(1) 

2- (5- (2-N- t e r t -^JVX^t^^x'JW -2-^;i/ 
#13 0 7) 
MA: 2 5 0-2 5 213 

'H-NMR (CDCI3) 6 : 0. 89 (9H, s) , 2.76 (3H,s), 3.88 (lH,s), 5.42 (2H,s), 
7. 30-7. 48 (10H, m) , 7. 51-7. 56 (1H, m) , 7. 83 (1H, dd, J=8Hz, J=2Hz) , 8. 1 1 (1H, s) , 
8. 14(lH,dd, J=8Hz, J=2Hz) , 8. 58 (1H, dd, J=5Hz, J = lHz), 11. 16(lH,brs) 
HS£#I3 4 (2) 

6- (5- (2-N- t e r t - WXJP7 7K;P7i^Jl/) -2-^)1/ 
#13 0 8) 

: n&mm 

'H-NMR (CDClj) (5 : 1 . 02 (9H, s) , 2. 75 (3H, s) , 5. 37 (2H, s) , 6. 95 (1H, d, J=8Hz) , 
7. 21 (1H, dd, J=7Hz, J=2Hz), 7. 32-7. 39 (6H, m) , 7. 49 (1H, dd, J=8Hz, J=2Hz), 
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7. 56 (1H, dd, J=7Hz, J=2Hz) , 8. 1 6 (1H, s) , 8. 1 8 (1H, dd, J=8Hz, J=2Hz) , 

8. 25 (1H, dd, J=8Hz, MHz) , 8. 48 (1H, dd, J=8Hz, J=2Hz) , 
9. 19(1H, dd, J=7Hz, J = lHz), 9. 18(1H, s) 

4- (5- (2-N- t e r t - ^M^Tt'f^i^W -2-*3MI/ 

-r > k-;p- 3 — r ;pyup*-;u) 7i-ji/t+->ifi6 ten -Wxx 
«fcfr#i 3 0 9) 

'H-NMR (CDC1 S ) (5 : 0.94 (9H,s), 1.47 (9H, s), 2.74 (3H, s), 3.50 (lH,s), 
4. 52 (2H, s) , 6. 89 (2H, dd, J=8Hz, J=2Hz) , 7. 25 (1H, dd, J=8Hz, J=5Hz) , 
7. 38 (2H, dd, J=8Hz, J=2Hz) , 7. 44 (1H, dd, J=8Hz, J=2Hz) , 
7. 58 (1H, dd, J=8Hz, J=2Hz) , 7. 93 (2H, d t, J=7Hz, J=2Hz) , 8. 09 (1H, s) , 
8. 18C1H, dd, J=8Hz, J=2Hz),8.91 (1H, brs) 

mmm 3 4 ( 4 ) 

4- (5- (2-N-ter t-^M^7 7^^7x-JW -2-*^)l 

-i y 3 --oiTsji^zui) &&mm*<>i?)V 3 1 o) 

'H-NMR (CDClj) 6 : 0.94 (9H,s), 2.76 (3H,s), 3.53 (lH,s), 7. 23-7. 28 (lH,m), 
7. 31-7. 41 (7H, m) , 7. 47-7. 52 (1H, m), 7. 58 (1H, t, J=6Hz) , 8. 05 (2H, d, J=8Hz) , 
8. 10 (1H, s) , 8. 14 (2H, d, J=8Hz) , 8. 19 (1H, d, J=8Hz) , 8. 79 (1H, brs) 

mm 35 en - c 2 > 

mmm2 2(1) t.mm\zvx m&mz 1 d ~ itt&mz 1 2) 

H«J 3 5(1) 

2- (5- (2-7t^7x-;W -1- (3-^^75/-2-^^P 
(fb^r^ 3 11) 
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'H-NMR (CDClg) 5 : 1 . 87(3H, s) , 2. 28 (3H, s) , 2. 62 (3H, s) , 2. 72 (6H, s) , 
5. 28 (2H, s) , 7. 03C1H, d, J=7Hz) , 7. 08 (1H, d, J=2Hz) , 7. 20-7. 40 (9H, m) , 
7. 45-7. 68 (5H, m) , 7. 97 (1H, s) , 8. 14 (1H, d, J=8Hz) 
3 5 ( 2 ) 

2- (1- ( 3 - f;P75 / - 2 -^?JK>^;W -2-^)V-5- 

(2-^f;^7x-;w <>H-;i/- 3— r;^;u*n;w 3cm«^>v 
;u (-fb-&* 312) 

'H-NMR (CDCI3) 6 : 2. 29(3H, s), 2. 30(3H, s),2. 58(3H,s),2. 72 <6H, s) , 
5. 28 (2H, s) , 7. 04 (1H, d, J=8Hz) , 7. 13(1H, d, J=9Hz), 7. 15-7. 29 (6H, n) , 
7. 29-7. 35 (4H, m) , 7. 38 (1H, d, J=8Hz) , 7. 51-7. 60 (3H, m) , 8. 06 (1H, s) , 
8. 15(lH,d, J=8Hz) 

mum 3 6 ( 1 > - ( 7 ) 

mm 2 5(1) tmm\zvx at&W3 1 3) ~ at^s 1 9) £-&/&Lfc 0 
* mm 3 6d) 

4- (1- (3-^^)V7^y-2-^9-)V^>'MM -2-^)V-5- 
(2-X^7 7 : E'fJl'7z-JW -f>F-;i/- 3 7x^M 

*->wn ab^3 1 3) 

tttt : 

at * : 1 5 0 - 1 5 3 XZ 

'H-NMR (DMS0-d 6 ) 6 : 2. 18(3H, s) , 2. 57 (3H, s) , 2. 70 (6H, s) , 4. 79 (2H, s) , 
7. 02-7. 08 (2H, m) , 7. 1 5-7. 26 (3H, m) , 7. 31-7. 37 (2H, m) , 7. 42 (1H, d, J=8Hz) , 
7. 58-7. 67 (2H, m) , 7. 96 (2H, d, J=8Hz) , 8. 07 (1H, d, J=8Hz) , 8. 09 (1H, s) 

mmm 3 6 < 2 > 

2- (1- (3 - ^^75 / - 2 - ^f ;k>^ ;W -2-p<^;l/-5- 
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^y-yji ut&W3 i 4) 

fi!& : 1 1 7 - 1 2 0 °C 

'H-NMR (CDC1 3 ) d : 2. 33(3H, s) , 2. 68 (3H, s) , 2. 84 (6H, s) , 4. 70 (1H, brs) , 
5. 39 (2H, s) , 7. 1 1 (1H, d, J=8Hz) , 7. 16 (1H, d, J=7Hz) , 7. 21-7. 25 (2H, m) , 

7. 30-7. 40 (5H, m) , 7. 43-7. 46 (2H, m) , 7. 46-7. 5 1 (2H, m) , 7. 55-7. 60 (1H, m) , 
7.90C1H, dd, J=8Hz, J=2Hz), 8. 160H, d, J=8Hz),8. 19 (1H, s), 

8. 63 (1H, dd, J=4Hz, J=2Hz) 

mmm 3 6 ( 3 > 

6- (1- (3-z?^)]/7S.y-2-^)V^>"MJV) -2-^^-5- 

1>V)V «fr&1&3 1 5) 

: 1 0 6 - 1 0 9 r 
'H-NMR (CDCI3) 6 : 2. 37(3H,s), 2.72 (3H,s), 2.91 (6H,s), 4.87 (2H, brs), 
5. 40 (2H, s) , 7. 06 (1H, d, J=8Hz) ,7.17 (1H, d, J=7Hz) , 
7. 22 (1H, dd, J=8Hz, J=2Hz) , 7. 30-7. 42 (8H, m) , 7. 52 (1H, d t, J=8Hz, J=2Hz) , 

7. 59 (1H, dt, J=8Hz, J=2Hz) , 8. 18(1H, d, J=7Hz), 8. 28 (1H, d, J=8Hz) , 

8. 35 (1H, d, J=2Hz) , 8. 55 (1H, dd, J=8Hz, J=3Hz) , 9. 21 (1H, d, J=3Hz) 

mmm 3 6 (4) 

4- (1- (3-y/^75/- 2 -^)V^>'M)V) -2-^)V-5- 
>i?)V Ut&M3 1 6) 
fflbH : 117-120t 
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'H-NMR (CDCI3) 6 : 2.29(3H, s), 2. 69 (3H, s),2. 74(6H, s),4. 29 (2H, s), 

5. 37 (2H, s) , 7. 01 (1H, d, J=7Hz) , 7. 09 (1H, d, J=9Hz) , 7. 20-7. 27 (1H, m) , 

7. 31 (1H, d, J=7Hz) , 7. 32-7. 42 (7H, m) , 7. 50-7. 56 (1H, m) , 7. 58-7. 62 (1H, m) , 

8. 08 (2H, d, J=9Hz) , 8. 1 4-8. 26 (3H, m) , 8. 27 (1H, d, J=lHz) 

m&m 3 6 ( 5 > 

1- (5-zJ*9-)l7^/-2-*^)ls<>*M)l) - 2 3 - (2- 

tfUv;i/x;^-;i/) -5- (2 -xji/^r^-Oi^x-ji,) -r>H-;u 

#13 1 7) 
MA: 1 2 2 - 1 2 5 *C 

'H-NMR (CDC1 S ) d : 2. 28(3H, s) , 2. 76 (3H, s) , 2. 96 (6H, s) , 5. 09 (2H, brs) , 

6. 96 (1H, s) , 7. 01 (1H, d, J=9Hz) ,7.21 (2H, d, J=8Hz) , 7. 32 (1H, d, J=8Hz) , 

7. 37 (1H, d, J=8Hz) , 7. 46-7. 52 (2H, m) , 7. 54-7. 60 (1H, m) , 7. 91-7. 99 (1H, m) , 
8. 1 8 (1H, d, J=8Hz) , 8. 22 (1H, d, J=8Hz) , 8. 40 (1H, s) , 8. 64 (1H, d, J=2Hz) 

mmm 3 6 ( 6 ) 

1- ( 3 - y^>y;i/75 / - 2 - if ;K>^;W -2-^)V~3- (2 
-tf'J vJI/TJU*— )V) -5- (2-XjP77 ; E4'^7x^W -f > ;l/ ({b 
^3 18) 

'H-NMR (CDC1 3 ) 6 : 2. 41 (3H, s), 2. 63 (3H, s),4. 11 (4H, s), 5. 09 (2H, s), 

6. 96 (1H, d, J=9Hz) , 7. 04 (1H, d, J=7Hz) , 7. 1 0-7. 1 7 ( (2H, m) , 7. 1 7-7. 30 (1 1H, m) , 

7. 33 (1H, d, J=7Hz) , 7. 43-7. 52 (2H, m) , 7. 58 (1H, dd, J=7Hz, J=lHz) , 7. 90-7. 97 (1H, 
in) , 8. 14-8. 21 (2H, m) , 8. 40 (1H, d, J=lHz) , 8. 63 (1H, d, J=5Hz) 

mmm 3 6(7) 

1- (5-y>fJV75/- 2-i b*y"*>*M M -2-*<?)V-3- (2 
-h? VJ)V7.)Vt£—)V) - 5- (2-7^77^^7xZJW -T>H— ;W ttt 
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%m 3i9) 

S6 * : 1 8 4- 1 8 71; 

'H-NMR (CDC1 3 ) 6 : 2.76 (3H,s), 2.94 (6H,s), 3.30 (3H,s), 5.11 (2H,s), 

6. 83 (1H, d, J=9Hz) , 6. 94-7. 00 (2H, m) , 7. 1 6 (2H, dd, J=9Hz, 8Hz) , 

7. 38 (1H, d, J=8Hz) , 7. 44-7. 52 (2H, m) , 7. 55-7. 60 (1H, m) , 7. 95 (1H, t, J=8Hz) , 

8. 18 (1H, d, J=8Hz) , 8. 22 (1H, d, J=8Hz) , 8. 40 (1H, s) , 8. 64 (1H, d, J=5Hz) 
mMM3 7 (1) - (5) 

7 tmmiZlsT, OTCO (ik&Q3 3 2 0) ~ (^#13 2 4) £-&Jj£b 

fee 

H WO 3 7(1) 

2- (1- (3-> ? ^^T5y-2-^^;i/^>y-r;i/) -2-^^-5- 
(2-xjk7 7HJi/7i^i/) <>Hh 3— r;i/x;i/^-;i/) -n^>^ 

Uk&Wl 3 2 0) 

2 4 0t (dec. ) 
'H-NMR (DMS0-d 6 ) <5 : 2. 1 7 (3H, s) , 2. 57 (3H, s) , 2. 66 (6H, s) , 
7. 06 (1H, d, J=4Hz) ,7.15 (1H, s) , 7. 17 (1H, d, J=8Hz) , 7. 28 (2H, d, J=7Hz) , 

7. 31-7. 40 (2H, m) , 7. 53-7. 62 (2H, m) , 7. 74 (1H, dd, J=6Hz, 5Hz) , 7. 97 (1H, s) , 

8. 03 (1H, d, J=8Hz) , 8. 1 5 (1H, d, J=8Hz) , 8. 69 (1H, dd, J=4Hz, 2Hz) 

mmm 37(2) 

6- (1- (3-^^)l75.y-2-^JV^<>"MJV) -2-^)V-b- 

ut&m 321) 

m&: 1 6 8 - 1 7 2 °C 
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'H-NMR (DMS0-d 6 ) <5 : 2. 1 9 (3H, s) , 2. 62 (3H, s) , 2. 68 (6H, s) , 

7. 09 (1H, d, J=9Hz) , 7. 14-7. 20 (3H, m) , 7. 24 (1H, d, J=9Hz) , 7. 30-7. 38 (2H, m) , 

7. 41 ( (1H, d, J=8Hz) , 7. 58-7. 66 (2H, m) , 8. 02 (1H, s) , 8. 05 (1H, d, J=9Hz) , 

8. 34(1H, d, J=8Hz) , 8. 51 (1H, dd, J=8Hz, J=2Hz) , 9. 10 (1H, s) 

mmm 37 c 3 > 

4- (1- (3-y^W57-2 -^?M>^;W - 2 -*3=-;P- 5 - 
0ffc-&<» 3 2 2) 
M& : 1 6 2 - 1 6 5 V 

'H-NMR (CDCI3) 5 : 2.29(3H, s),2.70(3H, s),2.73(6H, s),4. 43(2H,brs), 
7. 00 (1H, d, J=8Hz) ,7.11 (1H, d, J=9Hz) , 7. 20-7. 28 (2H, m) , 7. 29 (1H, d, J=8Hz) , 

7. 36 (1H, d, J=7Hz) , 7. 53 (1H, t, J=8Hz) , 7. 62 (1H, t , J=8Hz) , 8. 1 2 (2H, d, J=8Hz) , 

8. 15-8. 21 (3H, m),8. 29 (1H, s) 
mt&M3 7 (4) 

2- (5- (2-7W7i^) -1- (3-^^75 7-2-^1/ 

-2 -^^;i/-r>F-;u- 3 — r^x;i/*^;u) £j&#bi Uk&W 

3 2 3) 
jH^C : 1 2 9 - 1 3 2 <C 

'H-NMR (DMSO-d 6 ) 6 : 2. 03 (3H, s) , 2. 15 (3H, s) , 2. 56 (3H, s) , 2. 65 (6H, s) , 
7. 08-7. 17 (3H, m) , 7. 31-7. 40 (3H, m) , 7. 48-7. 50 (1H, m) , 7. 55-7. 61 (2H, m) , 
7. 61-7. 670H, m) . 7. 67-7. 78 (3H, m) , 8. 08 (1H, d, J=8Hz) 

mmm 37(5) 

2- (1- (3-y^f^7$;-2- / >^ ;W -2-^^;k-5- 
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Oft'&tt 3 2 4) 
MM.: 1 5 4 - 1 5 8°C 

'H-NMR (DMSO-dg) 6 : 2. 15 (3H, m) , 2. 55 (3H, s) , 2. 64 (3H, s) , 2. 71 (3H, s), 
7. 1 2 (1H, d, J=9Hz) , 7. 1 7 (1H, d, J=7Hz) , 7. 22 (1H, d, J=l 0Hz) , 
7. 30-7. 40 (3H, m) , 7. 60-7. 78 (5H, n) , 7. 87 (1H, s) , 8. 10 (2H, t , J=8Hz) 
§*£»J 3 8(1) 

1- {Z-^yi?)V7^J -2-^)V^>V^ )V) -2-^^;u-3- (2- 

tru^;wx;p*z:;w -5- (2-7^77^^71^) OF-;i/ Ofti-a- 

#>3 2 5) 

1- (3 -y^>yJV75 7 - 2 - ^)V^>V-i )l) - 2 - 3 - 

u^;i/x;w*^;w -5 - (2-^77H^7x^jw of-;u 

9 0mg^^^y-;l/6m 1 > »fJHra 1 {C^LtKMA 0 ^ >"7 
*l—#>9 0mg*UnAzK**HStTMT?15P#ra, 50^1 B8S#Ufc- flkift 

X^;i/=3 : 1) fc#L_h8Bfl;'&«J* 1 5mg#7t 0 
tttt : 

Bl^ : 1 4 8 - 1 5 2 *C 

'H-NMR (CDC1 S ) 5 : 2. 18(3H, s) , 2. 72 (3H, s) , 4. 17 (1H, brs) , 

4. 40 (2H, d, J=5Hz) ,5.10 (2H, s) , 6. 70 (1H, d, J=8Hz) , 6. 84 (1H, d, J=8Hz) 

7. 12-7. 18 (2H, m) , 7. 22 (1H, dd, J=9Hz, J=2Hz) , 7. 30-7. 35 (1H, m) , 

7. 35-7. 40 (5H, m) , 7. 45-7. 54 (2H, m) , 7. 54-7. 60 (1H, m) , 7. 91-7. 96 (1H, m) , 

8. 20 (2H, dd, J=9Hz, J=8Hz) , 8. 42 (1H, s) , 8. 66 (1H, d, J=5Hz) 

mmm 3 8(2) 

HMJ3 8 (1) diliiiafcKIbT, £TF© ({b^3 2 6) Sr^LTio 
1- (3-75/-2-^f)K>^;i/) - 2-*^)V- 3 - {2-Wz?)V 
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#13 2 6) 

mt : 

: 1 3 9- 1 4 3t 
'H-NMR CCDClj) 6 : 2. 17(3H, s) , 2. 72 (3H, s) , 5. 1 2 (2H, s) , 6. 76 (1H, d, J=8Hz) , 

6. 92 (1H, d, J=8Hz) , 7. 10 (1H, t, J=8Hz) , 7. 16 (1H, d, J=9Hz) , 

7. 21 (1H, dd, J=8Hz, J=2Hz) , 7. 37 (1H, dd, J=8Hz, 1Hz) , 7. 45-7. 51 (2H, m) , 

7. 56-7. 60 (1H, m) , 7. 95 (1H, dt, J=8Hz, J=2Hz) , 8. 14-8. 21 (2H, m) , 8. 42 (1H, s) , 
8.65(lH,d, J=4Hz) 

mmm 3 9 

2- (1- (3--J^JVTB.y-2-^Jl^>'M)]/) -2-^^)1-5- 

(2-*?-)V7,)V'fc~)V7x.~)V) -r>H-;i/- 3— r;px;w*n;w tin 
^y-j)V 3 2 7) 

2- (1- (3-y^^75/-2-^fM>^JW -2-^^-5- 

(2-^wt7xr;W -f >F-;i/-3--r;i/x;u*^;i/) £M«^>v 

;i/0. 2 5 g«^^l/>4m 1 fc»fl*U mCPBAO. 3 6 g*Jn^M - ?2 

i'PTh^- (A^>:iiXfJl/=3 : 1) tC#b±|H{b^^8 4 
mgllfco 

Ht& : 106-110t 

'H-NMR (CDC1,) 6 : 2. 29(3H, s), 2. 58(3H, s), 2. 60(3H, s), 2. 72 (6H, s), 
5. 23 (2H, s) , 7. 03 (1H, d, J=8Hz) , 7. 1 1 (1H, d, J=9Hz) , 7. 20-7. 38 (9H, m) , 
7. 52-7. 65 (5H, m) , 8. 04 (1H, s) , 8. 1 2 (1H, d, J=5Hz) , 8. 21 (1H, d, J=7Hz) 

mm 40 ( i ) - ( 3 > 
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mmM2 9 (i) tmmzLx, ot© (im3 2 8) - at^3 3o) & 

WJ4 0 (1) 

5-y^W5/-2- / b^r^MMm «£&to3 2 8) 
M& : 8 4 - 8 6 r 

'H-NMR (CDC1 3 ) 6 : 2. 94(6H, s) , 4. 01 (3H, s) , 6. 91-6. 98 (2H, m) , 
7.54(lH,d, J=4Hz) 
IPJ 4 0 ( 2 ) 

5-^^757-2 -^^;^m#m ab^3 2 9) 
m & : 129-132'C 

'H-NMR (DMS0-d 6 ) (5 : 2. 38 (3H, s), 2. 87 (6H, s), 6. 84 (1H, dd, J=8Hz, J=3Hz), 
7. 09 (1H, d, J=8Hz) ,7.14 (1H, d, J=3Hz) 

mmm 40 ( 3 ) 

3 -y^>y;l/75/ - 2 -^fmil U£&®3 3 0) 

: 1 5 7 - 1 6 0 *C 
'H-NMR (DMS0-d 6 ) 6 : 2. 58 (3H, s) , 4. 06 (4H, s) , 7. 09 (1H, t, J=8Hz) , 
7. 1 7-7. 22 (3H, m) , 7. 22-7. 30 (8H, m) , 7. 37 (1H, d, J=8Hz) 
mMM4 1(1)- (2) 

WJ16 (1) tmmizLT, J^T© (^«I3 3 1) ~ at^«5 3 3 2) & 

mmm 41 ( 1 > 

2- (5-ya ; e-2-^^;K>H";i/-3--r;i/7;;i/^-;i/) gM^f 
;i/X7;^;w (fl^3 3 3 D 
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V&A : 185-186. 5°C 

'H-NMR (DMSO-d 6 ) 6 :2.67(3H,s), 3. 81(3H,s), 7. 32 (1H, dd, J=8Hz, J=2Hz) , 
7. 39 (1H, d, J=8Hz) , 7. 58 (1H, dd, J=8Hz, J=2Hz) , 7. 65-7. 72 (2H, m) , 
7. 85 (1H, d, J=2Hz) , 7. 90 (1H, dd, J=8Hz, J=2Hz) ,12. 44 (1H, brs) 

mmm 41 c 2 ) 

2 - ( 5 -^ot- 2 -^;p-f > H-;i/- 3 --r;i/x;p*^;i/) 

iter t- Offc-&$& 3 3 2) 

TO : 

gtS : 2 7 8t (dec. ) 

'H-NMR (DMSO-d 6 ) 6:1.57 (9H, s) , 2. 63 (3H, s) , 7. 28-7. 32 (1H, m) , 

7. 37 (1H, d, J=8Hz) , 7. 53 (1H, d, J=7Hz) , 7. 61-7. 69 (2H, m) , 7. 82-7. 86 (2H, ra) 

mmm 42 en - c 3 > 

»J18 (1) tl^iltCLT, RT© (ft^#l3 3 3) - (>ffr&#»3 3 5) S 
«0iJ4 2 (1) 

2- (5-^Ut- 1 - (3 - y^>y^75 / - 2 - JK> > 7l'J0 -2 

-*^^>F-;u-3-^;ux;w*~;i/) ^m#Sfe^>> J ;i/ (M3 3 3) 

TO : ^67^7 7^ 

'H-NMR (CDCl 3 ) <5 : 2. 35 (3H, s) , 2. 48 (3H, s) , 4. 08 (4H, s) , 5. 27 (2H, s) , 

6. 77 (lH, d, J=9Hz) , 6. 98 (lH, d, J=7Hz) , 7. 1 0-7. 1 6 (2H, m) , 7. 1 6-7. 30 (l lH, m) , 

7. 30-7. 40 (5H, m) , 7. 52-7. 60 (3H, m) , 8. 02-8. 10 (lH, m) , 8. 14 (1H, d, J=3Hz) 

mmm 42 c 2 ) 

2- (3-v^^;i/Tsy-2-^^;i/^>y^;i/) -2- 

#13 3 4) 
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'H-NMR(CDC1 3 ) 3:1. 60 (9H, s) , 2. 24 (3H, s) , 2. 58 (3H, s) , 2. 71 (6H, s) , 

6. 92-7. 00 (2H, m) , 7. 20-7. 28 (3H, m) , 7. 52-7. 60 (3H, m) , 8. 02 (1H, d, J=8Hz) , 

8. 14(lH,d, J=2Hz) 

nnm 42 c 3 ) 

2- (5-^Dt-i - (3 - y^^75 y - 2 -^^;k>^jw -2- 

#13 3 5) 

'H-NMR (CDC1 3 ) 6 : 2. 24(3H, s) , 2. 55 (3H, s) , 2. 70 (6H, s) , 3. 85 (3H, s) , 

6. 94 (1H, d, J=9Hz) , 6. 98 (1H, dd, J=7Hz, J=2Hz, ) , 7. 21-7. 28 (3H, m) , 

7. 57-7. 64 (3H, m) , 8. 07 (1H, dd, J=7Hz, J=3Hz) , 8. 1 7 (1H, d, J=7Hz) 

4 3 ( 1 ) - ( 5 ) 

mm.M2 2 (i) tmmizisT, ot© (^3 3 6) - (^340) & 
#&. 

4 3 ( 1 ) 

2- (5- (2-N- t e r t -^^7 7^^71- )V) -1- (3-v 

^ >> ? ;i/T s/-2-^ 3=-;i^ > ;w - 2 - * ^M" > F 
glS8^>i?;p (ffr&*»3 3 6) 
tttfc : 167^^777 

'H-NMR (CDC 1 3 ) 6 :0. 92 (9H, s) , 2. 40 (3H, s) , 2. 48 (3H, s) , 3. 77 (1H, s) , 
4. 1 1 (4H, s) , 5. 1 9 (2H, s) , 6. 96-7. 06 (2H, m) , 7. 06-7. 12 (2H, m) , 
7. 1 6-7. 30 (1 OH, m) , 7. 30-7. 38 (6H, m) , 7. 46-7. 60 (6H, m) , 8. 1 0 (1H, s) , 
8. 12-8. 21 (2H, m) 

mmm 43 c 2 ) 

2- (5- (3-7W7i=;W -1- (3-^W57-2-/^ 
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(it&m 3 3 7) 

'H-NMR(CDC1 3 ) 6 : 2. 20 (3H, s) , 2. 64 (3H, s) , 2. 65 (3H, s) , 2. 73 (6H, s) , 5. 29 (2H, s) , 
7. 03 (1H, d, J=7Hz) , 7. 1 3 (1H, d, J=9Hz) , 7. 20-7. 34 (5H, m) , 7. 34-7. 40 (3H, m) , 
7. 51 (1H, d, J=8Hz) , 7. 56-7. 62 (3H, m) , 7. 78 (1H, d, J=9Hz) , 7. 91 (1H, d, J=8Hz) 

mmm 43 ( 3 ) 

2- (5- (2-N- t e r t-^K^r^i^x-JW -1- (3- 

^^ws y - 2 -*^;i^>iAr;w - 2 -pwwr > 3 - - r;px 

^m#^^>> ? ;P (4b-&t>3 3 8) 
: 1 5 2- 1 5 4^ 

'H-NMRCCDClj) 6 : 0. 94 (9H, s) , 2. 27 (3H, s) , 2. 55 (3H, s) , 2. 72 (6H, s) , 3. 76 (1H, s) , 
5. 23 (2H, s) , 6. 99 (1H, d, J=8Hz) ,7.13 (1H, d, J=9Hz) , 7. 22 (1H, t, J=8Hz) , 
7. 27-7. 39 (8H, m) , 7. 48 (1H, t , J=8Hz) , 7. 50-7. 61 (4H, m) , 8. 1 2 (1H, s) , 
8. 13-8. 20 (2H, m) 

mm&\ 43 < 4 > 

2- (5- (3-7tf^7i-JW -1- (3-^fJV75 7-2-^^ 
'Oy-Ol/) - 2 3-' OlXfr-fc— )V) 5feJ.#lftt e r t 
({fr&*3 3 9) 
ft«:ffi7W7X 

'H-NMR(CDC1 3 ) 6 : 1. 58 (9H, s) , 2. 29 (3H, s) , 2. 66 (3H, s) , 2. 67 (3H, s) , 2. 73 (6H, s) , 
7. 05 (1H, d, J=8Hz) ,7.15 (1H, d, J=9Hz) , 7. 20-7. 30 (1H, m) , 7. 39 (1H, d, J-8Hz) , 
7. 52 (1H, t, J=8Hz) , 7. 53-7. 60 (4H, m) , 7. 79 (1H, d, J=8Hz) , 7. 92 (1H, d, J=8Hz) , 
8.04-8. 09 (1H, m),8. 12(lH,s),8. 18(1H, s) 

nmw 43 ( 5 > 
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2- (5- (2-7t^7x-;W -1- (3-^^757-2-/^ 

XfJV (^%3 4 0) 

: WrX 
'H-NMR (CDC1 3 ) 6 : 1. 90(3H, s), 2. 29(3H, s), 2. 63(3H, s), 2. 69 (6H, s), 
3. 84 (3H, s) , 7. 05 (1H, dd, J=8Hz, J=lHz) , 7. 08 (1H, d, J=lHz, ) , 7. 23-7. 29 (2H, m) , 
7. 37-7. 43 (2H, m) , 7. 48-7. 68 (6H, m) , 7. 97 (1H, s) , 8. 1 2 (1H, dd, J=8Hz, J=2Hz) 

mMM4 4 (1) - (14) 

»J2 5 (1) tmm\Z LT, KATCO (ft^3 4 1) - ({bfr#J3 5 4) £ 
H»!]4 4 (1) 

2- (1- (2, 6-v^;i^>\Af;W -2-PWI/-5- (2-XJP77 

t^j^x-ji/) -r>H-;i/-3— r;i/x;i/*-^) ^m#^>v;i/ (te^ 

3 4 1) 

'H-NMR (CDC 1 3 ) 5 : 2. 12 (6H, s) , 2. 45 (3H, s) , 4. 61 (2H, s) , 5. 05 (2H, s) , 
7. 09-7. 1 4 (2H, m) , 7. 28-7. 36 (8H, m) , 7. 49-7. 67 (6H, m) , 8. 11-8. 24 (3H, m) 
*1W4 4 (2) 

2- (1- (2, 4-zJ*h= s ris'<>"MJl) ~ 2-^)1- 5 - (2-7JI/7 

7^^7xr:jw -r>H-;i/-3--r;i/x;^-;i/) £,e§bs^>>w 

#>3 4 2) 

'H-NMR(CDC1 3 ) 5 : 2. 60(3H, s) , 3. 45 (3H, s) , 4. 50 (2H, s) , 5. 10(2H, s), 

6. 89 (3H, s) , 6. 40 (1H, d, J=2Hz) , 6. 56-6. 60 (1H, m) , 7. 12 (1H, d, J=9Hz) , 

7. 20-7. 36 (7H, m) , 7. 45-7. 62 (6H, m) , 8. 08 (1H, s) , 8. 15 (2H, d, J=7Hz) 

mmm 44 c 3 > 
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2- (1- (2-'<>i?)]f*<>*M)V) -2-^)V-5- (2 -XA^T^-f 

#13 4 3) 

: 1 0 7 - 1 0 9 <C 
»H-NMR(CDC1 3 ) <5 :2. 15 (3H, s),4. 10 (2H, s),4. 58 (2H, s) , 5. 03 (2H, s) , 

6. 94 (1H, d, J=9Hz) , 7. 02 (2H, d, J=7Hz) , 7. 06-7. 1 8 (3H, m) , 7. 21 (1H, d, J=9Hz) , 

7. 26-7. 35 (7H, m) , 7. 39 (1H, d, J=8Hz) , 7. 48-7. 66 (7H, m) , 8. 1 1 (1H, s) , 

8. 13-8. 20 (2H, m) 
§*I»!|4 4 (4) 

2- (1- (6 - y^^7^;^fy-f )l) - 2-^^)1- 5 -(2 
77H^7i-JW^>F-Jh 3 -1 )V7s)V-fc~)V) ^lfi^>y^XX 
T)V (fc&VaS 4 4) 

'H-NMR (CDCl 3 ) <5 : 2.69(3H, s),3.2l(6H, s),4.57(2H, brs) , 5. 08 (2H, s) , 

6. 48 (lH, d, J=8Hz) , 7. 1 7 (lH, d, J=8Hz) , 7. 26-7. 41 (9H, m) , 7. 47-7. 65 (3H, m) , 

7. 76 (1H, dd, J=8Hz, J=3Hz) , 8. 10 (1H, d, J=2Hz) , 8. 1 5 (1H, d, J=8Hz) , 
8. 19 (1H, d, J=8Hz) ,8.51 (1H, d, J=2Hz) 

»J4 4 (5) 

2- (1- (2-7D^JP) -2-*^;i/-5- (2-X^77 ; E'f^7x 
3 4 5) 

'H-NMR (CDClg) <5 : 2. 58(3H,s), 4.59 (2H,s), 5.07 (2H,s), 6.66 (1H, d, J=2Hz) , 
7. 1 9 (1H, d, J=8Hz) , 7. 26-7. 38 (8H, m) , 7. 49-7. 68 (6H, m) , 8. 1 1 (1H, d, J=2Hz) , 
8. 17 (1H, dd, J=8Hz, J=2Hz) , 8. 21 (1H, dd, J=8Hz, J=2Hz) 
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»J4 4 (6) 

2- (2-^^)1- 1 - (1 D— )V- 2 -5- (2- 

IXfil/ (fb^3 4 6) 

« : $k&mm 

'H-NMR (CDC1 3 ) 5 : 2. 60 (3H, s) , 4. 07 (3H, s) , 4. 54 (2H, s) , 5. 07 (2H, s) , 
6. 15 (1H, dd, J=4Hz, J=2Hz, ) , 6. 58 (1H, dd, J=4Hz, J=2Hz) , 7. 08 (1H, s) , 

7. 25-7. 35 (8H, m) , 7. 48-7. 63 (5H, m) , 8. 07 (1H, s) , 8. 14 (2H, dd, J=8Hz, J=2Hz) , 

8. 20C1H, dd, J=7Hz, J=2Hz) 

2- (2-^^)1- 1 - (1 -^5=-;w>H— 2 -5 - (2 
-x;i/77^^7i-;w -f >h-;p-3— r;ux;w*n;w ^m#^>> ? 

;PX7fJl/ (it^m3 4 7) 

'H-NMR (CDC1,) 6 : 2. 60 (3H, s) , 4. 15(3H,s),4. 57 (2H, s) , 5. 09 (2H, s) , 

6. 97 (1H, s) , 7. 20 (1H, dd, J=5Hz, J=2Hz) , 7. 27-7. 36 (8H, m) , 7. 46-7. 66 (8H, m) , 
8. 1 1 (1H, d, J=2Hz) , 8. 1 7 (1H, dd, J=8Hz, J=2Hz) , 8. 24 (1H, dd, J=8Hz, J=2Hz) 

|t«J4 4 (8) 

2- (l- (4-yjv^a^>V-iJi) -2-*f)l>-5- (2-7^77^ 
ji/7x-ji/) -r>K-;i/-3 — r;i/x;i/zNn;w sifi^>yjnxrjp (-fb 

^«3 4 8) 

'H-NMR (CDClj) (5 : 2.54 (3H,s), 4.65 (2H,brs), 5.06 (2H,s), 

7.05(lH,d, J=8Hz),7. 17 (1H, dd, J=8Hz, J=2Hz),7. 18(lH,dd, J=6Hz, J=2Hz) , 

7. 26-7. 34 (6H, m) , 7. 49-7. 67 (6H, m) , 7. 78 (2H, dd, J=8Hz, J=2Hz) , 8. 20 (2H, m) , 
8.26C1H, dd, J=2Hz, J=8Hz) 
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mffiM4 4 (9) 

;w-r > H-;i/- 3 jixji^-jd ^ift^>y^xxf^ (fl^ 

«I3 4 9) 

: ?m&mm 

'H-NMR (CDC1 3 ) (5 : 2. 60(3H, s) , 4. 63 (2H, s) , 5. 08 (2H, s) , 

7. 13 (1H, dd, J=5Hz, J=4Hz) , 7. 26-7. 34 (8H, m) , 7. 49-7. 65 (6H, m) , 

7. 87 (1H, d, J=5Hz) ,8.11 (1H, d, J=2Hz) , 8. 15 (1H, dd, J=8Hz, J=2Hz) , 
8. 22 (1H, dd, J=8Hz, J=2Hz) 

mmm 44 (10 

2- (2-^)1-1- (2 -*3-)V- 3 -yu-i)V) -5- (2-X;P77 ; E 

-r;u^x-;i/) >F-;i/- 3--r;i/x;^3i;i/) ^mws^v^i/x;*^ ( 

it&m 3 5 0) 

'H-NMR (CDCI3) 5 : 2.50(3H, s), 2. 62 (3H, s) , 4. 61 (2H, brs) , 5. 08 (2H, s), 

6. 33 (1H, d, J=2Hz) , 7. 23-7. 37 (9H, in) , 7. 45-7. 70 (5H, m) , 8. 08 (1H, d, J=2Hz) , 

8. 13(1H, dd, J=7Hz, J=2Hz) , 8. 21 (1H, dd, J=7Hz, J=2Hz) 

mmm^ 4(11) 

2- (2-^^-1- (2 -5 - (2-7,)V77^ 

)V 3 5 1) 

ma : ?m&mm 

'H-NMR (CDC1 3 ) 5 : 2. 40 (3H, s) , 2. 50 (3H, s) , 4. 59 (2H, s) , 5. 05 (2H, s) , 

7. 02 (1H, d, J=9. OHz) , 7. 18-7. 33 (8H, m) , 7. 45-7. 64 (7H, m) , 8. 1 6 (2H, m) , 

8. 23 (1H, d, J=8Hz) 

mmm 44 (12) 
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2- (1- (3-^DD-2-^M>^JW -2-*?-)V-S- (2-X 

^7 7^^^xz;i/) -f > 3 --r;i/x;U7jN-;i/) sfejftSK'O^wx 

7>f-)V (ffc£<»3 5 2) 
: 9 2- 9 4t 

'H-NMR (CDClj) 5 : 2.41 (3H, s), 2.48 (3H, s), 4.82 (2H, s), 5.22 (2H,s), 
7. 1 8-7. 38 (10H, m) , 7. 48-7. 85 (6H, m) , 8. 16 (1H, d, J=8Hz) , 8. 23 (1H, d, J=4Hz) , 
8. 24(lH,d, J=3Hz) 
mmM 4 4 (13) 

2- (1- (4-*h*Fi"*> % M)V) -2-^9-)l- 5- (2-X)Vyy^ 

)V?3L-)V) <i >h-;p- 3 — r;i/x;i/*-;i/) ^if^^>yjnxfji/ (it 

&m 3 5 3) 

'H-NMR (CDC1 3 ) 6:2.62 (3H, s) , 3. 92 (3H, s) , 4. 62 (2H, s) , 5. 24 (2H, s) , 

6. 95 (2H, d, J=8Hz) ,7.11 (1H, d, J=2Hz) , 7. 30-7. 75 (14H, m) , 8. 13 (1H, d, J=2Hz) , 
8. 16 (1H, d, J=9Hz) , 8. 21 (1H, d, J=5Hz) 

Wfcm 4 4 (14) 

2- CI - {2, 3-v?pWI/^>W;P) -2-*^;i/-5- (2-7.)17t 

^ji/7i-ji/) -r>H— ;w-3 — r;i/x;i/*-;w ^m«^>^;pxx^;i/ 

(^#3 3 5 4) 
tt« : 

'H-NMR (CDCI3) 5 : 2.28(3H, s) , 2. 37 (3H, s) , 2. 49(3H,s),4. 58(2H,brs), 
5. 04 (2H, s) , 7. 06-7. 1 6 (3H, m) , 7. 24-7. 34 (7H, m) , 7. 38 (1H, d, J=8Hz) , 

7. 52 (1H, dd, J=8Hz, J=2Hz) , 7. 56-7. 65 (4H, m) , 8. 13 (1H, d, J=2Hz) , 

8. 1 5 (1H, dd, J=7Hz, J=2Hz) , 8. 22 (1H, dd, J=7Hz, J=2Hz) 

mmm 45 en - c 2 > 
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WJ2 6 (1) tmmzLX, £KT<D at-&#j3 5 5) - ({k&M 3 5 6 ) £ 
IH«J 4 5(1) 

2- (1- (3-y^>yJV75 ; - 2 - ^?M>^JV) -2-*3MI/-5 

^>s?;i< 5 5) 

'H-NMR(CDC1 3 ) 5 : 2. 38 (3H, s) , 2. 42 (3H, s) , 4. 08 (4H, s) , 4. 58 (2H, s) , 5. 03 (2H, s) , 

6. 96 (2H, t, J=9Hz) , 7. 1 1 (2H, t, J=8Hz) , 7. 1 3-7. 33 (16H, m) , 7. 46-7. 67 (6H, n) , 
8. 1K1H, s),8. 16(lH,d, J=6Hz),8.21(lH,d, J=6Hz) 

mmm 45(2) 

2- (5- (3-T-t^-;P7x-;w -1- (3-^^r$y-2-^;p 

3 5 6) 

: 1 2 1 - 1 2 4"C 
'H-NMR(CDC1 3 ) 6 : 2. 35 (3H, s) , 2. 47 (3H, s) , 2. 65 (3H, s) , 3. 07 (6H, s) , 

7. 40-7. 54 (5H, m) , 7. 63-7. 71 (3H, m) , 7. 75-7. 80 (1H, m) , 7. 85-7. 92 (3H, m) , 

8. 06 OH, s),8.48(lH,d, J=8Hz) 

mmm 4 6 en - c 1 5 > 

mmm2i en tmiutt, j^t» (M357) - (M3 7D s 

4 6 ( 1 ) 

2- (1- (3-7^/-2-^;i/^>y-r;i/) - 2 -*3\>u- 5 - (2-x 

#7 3 5 7) 
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: 174-177t 
'H-NMR (DMS0-d 6 ) d :2. 10 (3H, s) , 2. 56 (3H, s) , 6. 99-7. 04 (1H, m) , 
7. 04-7. 1 2 (2H, m) , 7. 1 8 (2H, s) , 7. 25 (2H, d, J=7Hz) , 7. 54-7. 68 (3H, m) , 
7. 68-7. 76 (1H, m) , 7. 88 (1H, s) , 8. 05 (1H, d, J=8Hz) ,8-13 (1H, d, J=8Hz) 

mmm 4 6 ( 2 ) 

2- (1- (2, 6-^^;w^>w;w -2-7WI/-5- (2-^77 
^;p7i-jw -f >b*-;i/-3— r;i/7jw*-;p) Mfii(^ti3 5 8) 

Rfej^C : 1 5 6- 1 5 91; 

'H-NMR (CDC 1 3 ) 6 : 2. 15 (6H, s) , 2. 29 (3H, s) , 5. 41 (2H, s) , 7. 06-7. 13 (4H, m) , 

7. 30-7. 35 (2H, m) , 7. 53 (1H, t, J=8Hz) , 7. 56-7. 70 (4H, m) , 8. 1 6 (1H, d, J=8Hz) , 

8. 36 (1H, d, J=7Hz),8.41 (1H, s) 

mmm 4 6 < 3 > 

2- (5- (2-N-ter t-^M^THJ^i-Jl/) -1- (3 - 

^ / - 2 - * y M -2-* ^;p-r > i* - 3 - -f )ix 

&M&m. Wb-&#»3 5 9) 
B$ M. : 1 4 0- 1 4 3t 

'H-NMR (CDC 1 3 ) 6:1.01 (9H, s) , 2. 20 (3H, s) , 2. 35 (3H, s) , 2. 67 (6H, s) , 5. 70 (1H, s) , 
7. 00 (1H, d, J=8Hz) , 7. 06 (1H, d, J=8Hz) , 7. 1 5-7. 30 (4H, m) , 7. 50 (1H, t , J=7Hz) , 

7. 52-7. 60 (2H, m) , 7. 60-7. 65 (2H, m) , 8. 21 (1H, d, J=7Hz) , 8. 31 (1H, d, J=9Hz) , 

8. 51 (1H, s), 
mMM4 6 (4) 

2- (1- (3-y^W5;-2-^5 1 M>^;i/) -5- (3- (1- 
th'D + ylfjW 7x.~)l) -2-*?-)V1>F-)V-Z--1)V7,)V-fc~)V) 



146 



WO 01/32621 



PCT/JP00/07590 



£m#BS 3 6 0) 

m& : 1 3 5-1 3 81: 

'H-NMR (DMSO-d 6 ) 5:1.37 (3H, d, J=7Hz) ,2.17 (3H, s) , 2. 57 (3H, s) , 2. 65 (6H, s) , 
4. 80 (1H, q, J=7Hz) , 7. 05-7. 14 (2H, m) , 7. 30-7. 35 (1H, m) , 7. 35-7. 41 (2H, m) , 
7.41-7. 50 (2H, m), 7. 53 (1H, s), 7. 67 (1H, s), 7. 70-7. 78 (2H, m),8.01 (1H, s), 
8. 18-8. 21 (1H, m) 

mmm 4 6 < 5 ) 

2- (1- (2, 4 -i?* Y^z/^>V^)V) ~ 2 5 - (2-X 

&m 3 6D 

M& : 164-167'C 

'H-NMR (CDC 1 3 ) 5:2.41 (3H, s) , 3. 46 (3H, s) , 3. 88 (3H, s) , 5. 25 (3H, s) , 6. 39 (1H, s) , 

6. 60 (1H, d, J=9Hz) ,7.10 (1H, d, J=9Hz) , 7. 23 (1H, d, J=8Hz) , 7. 35 (1H, d, J=8Hz) , 
7. 46-7. 54 (1H, m) , 7. 54-7. 70 (5H, m) , 8. 14 (1H, d, J=9Hz) , 8. 35 (2H, s) 

mmffl 4 6 ( 6 ) 

2- (1- (2-<*>i?)V1>*S4)l) -2-*f)V-5- {2-^)Vyy^ 

^7irjW >H-;i/- 3 --r;i/x;i/*-;w (IM3 6 2) 

MA : 1 4 5 - 1 4 8 °C 

'H-NMR (DMSO-d 6 ) 6 : 2. 27 (3H, s) , 4. 08 (2H, s) , 6. 90 (1H, d, J=9Hz) , 

7. 03 (2H, d, J=8Hz) , 7. 08-7. 1 2 (1H, m) , 7. 1 2-7. 20 (4H, m) , 7. 28 (1H, d, J=6Hz) , 
7. 42 (1H, t , J=8Hz) , 7. 48-7. 53 (2H, m) , 7. 58-7. 69 (4H, m) , 7. 75 (1H, t, J=7Hz) , 
7. 92 (1H, s) , 8. 05 (1H, d, J=7Hz) , 8. 1 1 (1H, d, J=7Hz) 

mmm 4 6 ( 7 ) 
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2- (1- (6-y/W5;^3?y-<JW -2-^^;i/-5-(2-x;p 

^ 3 6 3) 
ffitfc : «7^7 7X 

'H-NMR (DMS0-d 6 ) 6 : 2. 68 (3H, s) , 3. 07 (3H, s) , 3. 1 0 (3H, s) , 7. 06 (2H, s) , 

7. 23 (1H, dd, J=7Hz, J=2Hz) ,7.31 (1H, d, J=7Hz) , 7. 39 (1H, d, J=8Hz) , 

7. 50-7. 65 (5H, m),7.81 (1H, s) , 8. 05 (2H, dd, J=8Hz, J=6Hz) , 9. 33(1H, brs) 

mm 4 6 ( 8 ) 

2- (1- (2-7P-f;W - 2 -*^)V- 5 - (2-X^77^jl'7x-Jk 

) -f >f-;v-3--opx;^-;p) 2cm#st (^i3 6 4) 

m& : 1 7 3 - 1 7 5 V 

'H-NMR (DMS0-d 6 ) 6 : 2. 66 (3H, s) , 6. 93 (1H, s) , 7. 21-7. 31 (4H, m) , 

7. 60-7. 74 (5H, m) , 7. 90 (1H, s) , 8. 06 (1H, d, J=7Hz) , 8. 1 7 (1H, d, J=7Hz) , 

8. 26 (1H, s) 

mmm4 6 o) 

2- (2-*3Mi/-i- (i-^^;i/tfD-;v-2-^;i/fc;i/) -5- (2- 

3 6 5) 
H4 * : 1 7 0 - 1 7 2 *C 

'H-NMR (DMS0-d 6 ) <5 : 2. 42 (3H, s) , 4. 06 (3H, s) , 5. 25 (2H, brs) , 6. 1 7 (1H, s) , 

6. 60 (1H, s) , 7. 07 (1H, s) , 7. 1 4 (1H, d, J=8Hz) , 7. 32 (1H, d, J=9Hz) , 

7. 36 (1H, d, J=8Hz) , 7. 51-7. 65 (5H, m) , 8. 1 5 (1H, d, J=8Hz) , 8. 33 (1H, s) , 
8.35(lH,d, J=8Hz) 

mt&ffl 4 6 (10) 
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2- (2-7WI/-1- (i -pWK>F— ;p-2-#;p#— ;w -5- (2 

3 6 6) 
tt« : ilfilfr* 
Mt& : 1 7 8 - 1 8 0 *C 

'H-NMR (CDC1 3 ) 6 : 2. 45 (3H, s) , 4. 14(3H, s) , 5. 28 (2H, brs) , 6. 97 (1H, s) , 
7. 12 (1H, dd, J=8Hz, J=2Hz) , 7. 20 (1H, dd, J=8Hz, J=6Hz) , 7. 33 (1H, d, J=8Hz), 

7. 37 (1H, d, J=8Hz) , 7. 45-7. 53 (3H, m) , 7. 58-7. 69 (5H, m) , 8. 1 5 (1H, d, J=8Hz) , 

8. 37 (1H, dd, J=8Hz, J=2Hz) , 8. 39 (1H, s) 

mmm 4 6 (id 

2- (1- (4-7)V*U*<>*S'()V) -2-^)1-5- (2-7^77^ 

^7i-jw -f>H-;p-3— 5feJR#K (fk^3 6 7) 

: 169-171t 
'H-NMR (CDC1,) 6 : 2. 54 (3H, s) , 4. 68(2H, brs) , 5. 07 (2H, s) , 
7. 05 (1H, dd, J=7Hz, J=2Hz) , 7. 17 (1H, dd, J=8Hz, J=2Hz) , 
7. 1 9 (1H, dd, J=8Hz, J=2Hz) , 7. 25-7. 34 (7H, m) , 7. 49-7. 67 (5H, m) , 
7. 77 (1H, dd, J=8Hz, J=2Hz) , 7. 79 (1H, dd, J=8Hz, J=2Hz) , 8. 12 (1H, d, J=lHz) , 
8. 1 5 (1H, dd, J=8Hz, J=lHz) , 8. 24(1H, dd, J=8Hz, J=2Hz) 

mmm 4 6 (12) 

2- (2-*9-)l- 1 - (2-*^)VO*M)V) -5- (2-^77t^^ 

7z-;w -f >f-;p- 3-^)ixji*-)i) &&mm (M3 6 8) 

: 1 6 3- 1 6 QV 
'H-NMR (CDCI3) 6 : 2. 40 (3H, s) , 2. 50 (3H, s) , 4. 56 (2H, s) , 7. 02 (1H, d, J=9. OHz) , 
7. 1 8-7. 33 (4H, m) , 7. 45-7. 64 (3H, m) , 8. 15 (1H, dd, J=7Hz, . J=2Hz) , 
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8. 16 (1H, dd, J=7Hz, J=2Hz) , 8. 23 (1H, d, J=8Hz) 

mmm 4 6 ( 1 3 ) 

2- (2-^)1-1- (2-/^-3-7D-f;W -5- (2-^1/77^ 

>f;p^x-;w -f >F-;i/- 3 --r;px;^-;u) £A#BI 0fb-&*3 6 9) 

8l£ : 1 3 9 - 1 4 1 *C 

'H-NMR (CDCI3) 6:2.45 (3H, s) , 2. 52 (3H, s) , 4. 56 (2H, s) , 7. 02 (1H, d, J=9. OHz) , 
7. 1 8-7. 33 (5H, m) , 7. 45-7. 64 (4H, m) , 8. 15 (1H, dd, J=7Hz, J=2Hz) , 
8. 1 6 (1H, dd, J=7Hz, J=2Hz) , 8. 23 (1H, d, J=8Hz) 

mmm 4 6 (14) 

2- (1- (3-^DD-2-^fM>7'fJW - 2-^)1- 5 - (2-X 

#13 7 0) 
tt^ : 

Sfc^C : 2 2 0-2 2 3t 

'H-NMR (CDCI3) <5 : 2. 41 (3H, s) , 2. 45 (3H, s) , 4. 82 (2H, s) , 7. 14-7. 34 (6H, i) , 
7. 50-7. 81 (5H, m) , 8. 16 (1H, d, J=8Hz) , 8. 23 (1H, d, J=4Hz) , 8. 24(1H, d, J=3Hz) 

mmm 4 6 (15) 

2 - CI - (2, 3->?^^;i/^>l/-r;U) -2-^JV-S- (2-7^77 

^;P7i^) -f >H— 3 --r;i/x;i/^;W £m§B6 (fls^*3 7i) 

tttK : M&mW 

'H-NMR (CDCI3) 6 : 2.26 (3H,s), 2.35 (6H,brs), 5.26 (2H,brs), 7.08 (2H,s), 
7. 16 (2H, q, J=8Hz) , 7. 34 (1H, d, J=8Hz) , 7. 38 (1H, d, J=7Hz) , 7. 52 (1H, t, J=8Hz) , 
7. 57-7. 67 (4H, m) , 8. 1 5 (1H, d, J=7Hz) , 8. 34 (1H, dd, J=7Hz, J=4Hz) , 8. 39 (1H, s) 
1 4 7 - 1 4 9 °C 

mmm 47 c 1 > - c 3 > 
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mmm3 3 <n tmmizL-c, ot<d (^372) ~ (^#3374) a 
47 ( 1 ) 

2- (5 - 7n^ - 2 -^^jk >F-jv - 3 ^ISi/^^XT, 

({b-^ti 372) 

'14^ : mt&Bm 

1 8 0 - 1 8 1 *C 
'H-NMR (CDCI3) d : 2.48 (3H,s), 4.00 (3H,s), 6.67 (1H, d, J=8Hz) , 
7. 09 (1H, dt, J=8Hz, J=lHz), 7. 14 (1H, dt, J=6Hz, J=2Hz), 7. 22-7. 28(2H,m), 
7. 61 (1H, d, J=lHz) , 8. 03 (1H, dd, J=8Hz, J=2Hz) , 8. 41 (1H, brs) 

mmm 47 c 2 > 

2- (5-^P ; e-2-^^;i/-r>F-;u-3--f;i/^) £m#^ tert 

-^JI/X7f;H^3 7 3) 
ffl! * : 7 9 - 8 1 TC 

'H-NMR (CDCI3) 5 : 1. 68(9H, s), 2. 49(3H, s), 6. 64(1H, d, J=8Hz) , 
7. 04-7. 13 (2H, m) , 7. 22-7. 29 (2H, m) , 7. 62 (1H, s) , 7. 97 (1H, d, J=7Hz) , 
8.330H, s) 

mmm4 1 (3) 

2- (5- (2 - t e r t -^KJP7 7^iV7i-JW -2-*3MH"> 

F-;i/- 3--r;p^) tifi^>y;i/xxtjv (M3 7 4) 

: 2 2 2 - 2 2 3 . 5t 
'H-NMR (CDC1 3 ) 6 : 0.84 (9H, s), 2.51 (3H, s) , 3.56 (1H, s), 5.42 (2H, s), 

6. 74(1H, d, J=8Hz) , 7. 05 (1H, t, J=7Hz) , 7. 13 (1H, t, J=7Hz) , 7. 30 (1H, d, J=7Hz) , 

7. 35 (1H, d, J-7Hz) , 7. 37-7. 43 (4H, m) , 7. 47-7. 51 (5H, m) , 8. 05 (1H, d, J=8Hz) , 
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8. 13UH, d, J=8Hz),8. 67 (1H, s) 
4 8 

2- (1- (3-y^W5/-2-^^K>^JV) - 2-*^)V- 5 - 
H at^rti 3 7 5) 

2- (1- (3->>^^^T$y- 2 -^?JK>^JW -2-^;i—5 

0. 0 8 g, WSC I 24mg, HOB t 1 8 mg> ^bT^X^A 7 Omg, h 
U X^;WT ^ > 0 . 2 2ml h7tFn77>2ml {^Px.^T 2 2 ftlH] 

oA^m^mmi^rc a sMyu*yM7A^o7h^77^- (i&^5F- 

l/>/*^/-;l/=2 0/1) KttU ±mt^^2 2mg#fco 
fil& : 1 3 5 - 1 3 7 <C 

l H-NMR(CDCl 3 ) 5:2.27 (3H, s) , 2. 42 (3H, s) , 2. 70 (6H, s) , 5. 24 (2H, s) , 6. 00 (1H, s) , 
6. 77 (1H, s) , 7. 00-7. 1 2 (3H, m) , 7. 20-7. 32 (2H, m) , 7. 48-7. 55 (6H, m) , 
8. 16 (1H, d, J=8Hz) , 8. 23-8. 40 (2H, m) 

mum i : atte j ?ia*ifc*.fc: h*^--£fc*fr*ffi*feffl©«je 

5M<£>l£te#U^A<hO. 01%h^-Th>X-10 0^ft5 2 OmMh'J 

xiim (ph8. o) \z, mm^ncDmmt^mt, jzmmzT&Rttit 

com, »iS0. 5mM(D-&^SMy;^'>njl/-T^-;i/-T^n;i/-7 0 nU;i/- 
7x^77->-p--hD7-U K^JP^|g^3 7 C CT6 O^l-O^n.^ 
-hL/Co KJfcgfc, lTO«lT4D§p-^bD7^ l J>©^M4 0 5 
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fMb^tt©l£MS£3£aJU ISifftH^ 6 5 0 (ic 50 ) £ 



MF* U) - ( l - MM?ES|ra ^^)xi 0 0 



Shujaath M^C7)^"?£ (Shujaath M, et al., Biochem Biophys Res Commun 166 
(2), 595-600, 1990) (D^t^oTfrofe, *t\ 0. 5M»MJ>>A?: 

^rrso. im HEPEsiit (pH7. 5) \z. mm^wumt^mt. 

a-^h'J^»^M3 7t^3 >*^- Kb/Co -<D^> j&ft ' 

SJfcit, Sl^l/T4D§p-zhP7- U 4 0 5 nm(C*3^ 

££^£31 1 (3#1±T^T 0 
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*1 







i IC 60 ( nM ) 


b tf 


a — ^P^E h U 7°i/> 


156 
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>50000 
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>50000 


160 
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40000 
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(1) ©^4'W#ibTfffl , r*5. 
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l. JHsSU ) 




(5$*, R'«7$yrilX(J-COR 8 R 8 HilS$flT^Tfc 

R s tei/7/&, -COR 9 d^T, R 9 «7j<^0^, IIS^tUT^TfcJ:^ 
TJl^)l&, -OR 10 R IO «7K^0^> 7MJHX»77;^JH 

£^-T) Xtt-COR" R"»fitMf UWTfcJ;^7 5ySX 

HtII^bTUTfei:V«7Syl^^t) ) Xtt-S (O) n -R 12 

;i^XteMMS£WbT^T t> £^s\tUT U U n 0 ~ 2 

£^lT) R 4 , R 5 , R 6 Rl/R 7 «|w)-X«^oT^Tfe c fc<> tK^0 

7)iti/-(ji&, ^>^M)um, ems^wbx 
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^r#f^, ^^R^M^^^s^n^^a©^^ • mtitmrnmmvs* tarn • n 

9. )SS5C(2) 



£tkU R 3 «y7;l> —COR 9 R 9 tt7K^^ ItS^f bTV^ 

Xh<k^7)l^rJim. -OR 10 (JIET?, R lc tt7Km^, T;i/+JU*X«7^ 

;i/*;i/S£tkT) xtt-coR" (c^t, R"«M$iS£il"bWT : &=fc^7 
^/sxatM^ti/T^Tfei^stT^ys^^t) ) x«-s 




(2) 
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(O) n -R 12 (CI ZLH\ R ,2 teT)l*)im, 7 llS^ttt^T 
0~2CDgm^T) R\ R 5 , R 6 S:tXR 7 «P-X«m^oT^Tfe 

ttfflH^UT^Tfci;^y7n7JV7-/>^t (III, R\ R 5 > R 6 RZ£ 
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Box I Observations where certain claims were found unsearchable (Continuation of item 1 of first sheet) 



This international search report has not been established in respect of certain claims under Article 17(2)(a) for the following reasons: 



1. |3 Claims Nos.: 7,8 

because they relate to subject matter not required to be searched by this Authority, namely: 

The inventions of claims 7 and 8 fall under the category of methods for 
treatment of the human body by therapy. 



2. Q Claims Nos.: 

because they relate to parts of the international application that do not comply with the prescribed requirements to such an 
extent that no meaningful international search can be carried out, specifically: 



3. Q] Claims Nos.: 

because they are dependent claims and are not drafted in accordance with the second and third sentences of Rule 6.4(a). 

Box II Observations where unity of invention is lacking (Continuation of item 2 of first sheet) 

This International Searching Authority found multiple inventions in this international application, as follows: 



1. Q As all required additional search fees were timely paid by the applicant, this international search report covers all searchable 

claims. 

2. Q As all searchable claims could be searched without effort justifying an additional fee, this Authority did not invite payment 

of any additional fee. 

3 - [HI As on ly some °f me required additional search fees were timely paid by the applicant, this international search report covers 
only those claims for which fees were paid, specifically claims Nos.: 



4. [_ J N° required additional search fees were timely paid by the applicant. Consequently, this international 
search report is restricted to the invention first mentioned in the claims; it is covered by claims Nos.: 



Remark on Protest Lj The additional search fees were accompanied by the applicant's protest. 

[~| No protest accompanied the payment of additional search fees. 
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